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JHH-rSHPLCt«tD»»U HM^tJ (23mg) £f#feo 

ItMi (ESI-MS, m/z) :3 2 2 (M + +1) 

H»]218:N- (1H-5--T >^VU;1/) -N-[l- (l-7xr;^ 

-4-h°^';^;i/]y^ > 

4-tf^'j K>Mt±gl7jc» (77mg) U*A (138mg) £J> 

^i^M7; H (1ml) ■ez-'V ^>-}f 

> (93mg) ©T^h^hU;V^?t (1 ml) £S}UT"?ST bfeo SJS^tl^ 

^ffl«At5-7U^f>^;-;V (52mg) , tfgg (0.02ml) It* £ 
(lml) fc*»U ^MT^°^>-t:U^>m (0.07ml) fciTFb 

fee ^ra^^s?MT-i8H#p^jf^bfe^x «smKK**^ w&7kmm (i 

ml) £#n^ £nn*;i/A-:/D^y-;i/ (3/1) TrtttBbfeo W=WIJB*^zK 

m^t) (i4mg) mm<Dm&m®<* mmBo-.w) tvxmtco 

1 H — NMR (CDCh, 4 0 0MHz) as a mixture of 2 diastereomers : 1. 
40-1. 75 (m, 10H) , 1. 98-2. 28 (m, 8H) 5 2. 80-2. 
9 5 (m 3 2H) , 3. 0 0-3. 15 (m, 2 H) , 3. 2 0- 3. 3 2 (m, 
2H), 3. 50-3. 63 (m, 2 H) , 6. 73-6. 78 (m, 4H) , 
7. 23-7. 28 (m, 6 H) , 7. 30-7. 34 (m, 6 H) , 7. 84 
(s, 2H) . 

IIMKESI-MS, m/z) :32 1(M + +1) 

mmm219:N- (lH-5-^>yVJ;i/) -N-tl- (l-7x_;i/j:^ 

;i/) rb7hKP-lH-3-KD'JS?Jl/l7^> 

HM#I179 (700mg) ^^DD^jVA (3ml) IzmMU ZZ^s 95% h U yjl 
irvWWl (3ml) ^r^jST bfco SJfeS^lSSMT? 2 8#|g» s bfc0*, N 
viilbfeo Mf^U^A (690mg) i:^^^M;i/A7^ H (3ml) 
U ^©KCTllrtl^ ( 1 -7*D^x^;V) ^>Hz> (408mg) ©T-feh~h 
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y;wg« (2mi) ^iTifeo RmM^^u^immmwLtz^ mm^m 

ymi- V V 2±7kmm (3ml) £#Q^ ^Dn*jl/A-7'D/V-^ (3/1) 

^DD^;i/^/p<^y-;i/T*Mlf1-r§HPLCiiJ:DISMU itMb^r 
«150mg, 2M0iifMf» (i£&i£50 : 50) hbTfffco 
1 H — NMR (CDCL, 400MHz) as a mixture of 2 diastereomers : 1 . 
3 0 - 1. 3 9 (m, 6H) , 1. 5 4- 1.7 2 (m, 1H) , 2. 17-2. 
28 (m, 2H) , 2. 2 8- 2. 4 5 (m, 3H) , 2. 53-2. 61 (m, 
1 H) , 2. 65-2. 70 (m, 2H), 2. 70-2. 77 (m, 2H), 
3. 17-3. 2 5 (m, 2H) , 3. 8 8 - 3. 9 8 (m, 2H) , 6. 6 3 
-6. 7 3 (m, 4H) , 7. 10-7. 3 0 (m, 1 2H) , 7. 8 0 (s, 
1H) , 7. 8 2 (s, 1H) . 

WMmftW (ESI -MS, m/z) : 3 0 7 (M + + 1 ) 

mnmzzoix- (ih-5-^>^v;;v) -n-[i- (i-7xr^ 

mmm\ (700mg) ^^DD$M (3ml) t»#U ZZ-^s 95%hU7;V 
*PMl (3ml) llg^STlfeo S{S$^tlSigT!2BtFWbfe0^ 
yjIUbfeo ^*U^A (690mg) !:i?^f;i/*Jl/A7^ F (3ml) 
U ^©SJiS^t)^, ^>-if> (408mg) oz-bh-h 

(2ml) SiTbfco ^M§ifit«18HP B 11#bfei, «U» 
zkHt^hU^AzMg^S (3ml) ^DD«-rn;v-;i/ (3/1) 

•CitBbfe. «jf^M«^-hU^At:^U MJ±T«£^£bTf#?> 
tife^^^s ^Dn^i/A/^^^-^T-Jg^-r^HPLCtefcDItMbx SMfbi^r 
tj£185mg s 2aMcDH#^ttf* (JtH^50:50) tbtifeo 
'E-NMR (CDCL, 4 0 0MHz) as a mixture of 2 diastereomers: 1. 
28-1. 34 (m, 6H), 1. 40-1. 55 (m, 4H), 1. 55-1. 
70 (m 3 4H) , 2. 18-2. 45 (m, 3H) , 2. 6 4-2. 7 4 (m, 
2H) , 3. 41-3. 54 (m, 4H), 6. 66-6. 78 (m, 4H) , 
7. 12-7. 26 (m, 12 H), 7. 80 (s, 2H). 
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fCA^Jfffi (E S I -MS, m/z) : 321 (M + + 1 ) 

mtMimZl : 2 — T 3 — (lH-5-^>^VJJl/7^) tr^USVj- 

3-tFD^^y^> (1.41g) ^iVJ^KAU^A (2.76 g) ft^^- 
»A7; H (20ml) fciffiBU ^f-^ a -^D^7i-jl/7^ 

^-r (3.23g) ©T-feb-hU;Wmt (20 ml) ^IfiTlfbfeo £J«£- 

C0*IH#A2: h U^^T^> (3ml) ^*;i/*3MM h* (5 

ml) fcifffU ^;i/rf>#HMTx £fit!HgMbi«3! • rUpWl/TS 
(3.69g) »^.feo SJiBS^S^Mt?18I^H8l^bfe^ figffl^S?*^^ r 
Ue?A*«F« (10ml) SJaiU ^OP*M-eiiHbfeo «Jl£&f7JaM± 

Z.<D$mfaBb5-7$;<i>frV-)\' (1.33g) (0. 2ml) J 

-)V (20ml) Cllb, gffi*C#5>-t: (1.5ml) SSftTbfco 
SJfe«B^ft«Sfi'Cl8l©ffl«#bfeftx flSSlift»**^hU«>A*»* (20m 
l) sad^ ^Dn^A-7D/v-;i/ (3/1) tWtHifeo lli^M 

<h^rt) (3.55g) 4; 2|iSB©Mff^f» (jfcSS50:50) tbTtffeo 

1 H — NMR (CDCla, 400MHz) as a mixture of 2 diastereomers : 1 . 

4 4- 1. 6 2 (m, 4H) , 1. 6 4- 1. 7 8 (m, 4H) , 2. 18-2. 

5 2 (m, 6H) , 2. 6 7 - 2. 8 8 (m, 2H) , 3. 4 6-3. 5 6 (m, 
2H), 3. 60 (s, 1 H) , 3. 62 (s, 1 H) , 4. 06-4. 10 
(m, 2H) , 6 . 6 5-6. 81 (m, 4 H) , 7 . 18-7. 38 (m, 12 

H) , 7. 7 9 (s, 2H) . 

fC»##Ht (E S I -MS, m/z) :3 6 5 (M + +1) 

fltSflTO : 2 - [ 3 - (lH-5-^>^V'J;i/7^) ^'J^;]-2-7i 

H«!|221 (500mg) (1ml) 3 N*Kft:>- r U £A*»« 
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(imi) izmmu ^mmismmmwL-tot, lmmr- ph = i nm^m 

U Vflsbfeo 

DIMftU &»fc£#lfc450mgs 2®»ttltlltt^ (Jfci5S50:50) hbTtf 

fee 

WtfI(ESI-MS, m/z) :3 4 9 (M + -1) 

g||jg}223 :Nl-^il/- 2 -f 3 - K^'J 

^yl-2-7xr;V7-bh7^ H 

^;i/7^> (30mg) &&XFnMMm (88mg) S^^^M;VAT5 H (1 
ml) (i«U (3-P*?)VT$;7VV)l) £ 

^ KttEftj& (86mg) N l-hFn^>y h UTy-;b (77mg) £<fc 
OW*-;^ 7 h° U ^>(5mg)M;L£o SCT^#)^^Tl8B#PM#Ufe0 
ISSI»7j<^^hU^A7j<« (1ml) ttmits ^pp*M-7d;v 
(3/1) TfitHUo ^ttW^ftSTkaEtt^-bU^ATfl^U MET«£ 
micb-a#£>tifcg§£^ 7 n d^;1/A/p< 7 7 -;i/t?®W-f SHPLCt <t 
U ^m^tl^52mgs 2Sm©»^* (JtSIS50 : 50) £bT#feo 
'H-NMR (CDCla, 400MHz) as a mixture of 2 diastereomers : 1 . 
3 3 - 1. 5 0 (m, 2H) , 1. 5 5- 1. 6 9 (m, 2H) , 1. 70-1. 
9 5 (m, 4H) , 2 . 12-2. 42 (m, 3H) , 2 . 4 2-2. 5 5 (m, 
1H) , 2. 5 8 -2. 6 7 (m, 3H) , 2. 76 (s, 3H) , 2. 77 
(s, 3H) , 3. 4 8-3. 5 8 (m, 2H) , 3. 89 (s, 1H) , 3. 
94 (s, 1H) , 6. 72-6. 83 (m, 4H) , 7. 20-7. 38 (m, 
1 2H) , 7. 8 3 (s, 2H) . 
WAfrffiiM (E S I -MS, m/z) :3 6 4 (M + +l) 

mtmm: ni-/p^- 2-rs- (ih-5h^;w^) ^ 
U^7l-2-7x-;i/r-b LZ-Lf 

7Pt';i/7^> (30mg) &&&mmmm (88mg) S^^^V^AT^ I* 
(lml) fc£?#U ^-^s l-^^;i/-3- O-^W^T-Dt 
*;i/#SM 5 FffiS&SI (86mg) , 1 - t KP^-^W h 'J7V-;V (77m 
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nvtccoibs mnm&mi- v u o^mm (imi) &hp*> *pp*;ua- 

7°d;V-;^ (3/1) t«bfco *$Ui£«^iH-h U^A«U ME 

fee 

1 H-NMR (CDCla, 400MHz) as a mixture of 2 diastereomers : 0. 
79 (t, J = 7. 3, 3H), 0. 82 (t, J = 7. 6, 3H) , 1. 25 
-1. 5 0 (m, 6H) , 1. 5 2 - 1. 6 5 (m, 2H) , 1. 6 5-1. 7 
8 (m, 2H) , 1. 7 8 - 1. 9 4 (m, 2H) , 2. 0 0 - 2. 2 0 (m, 2 
H) , 2. 2 2- 2. 3 3 (m, 1H) , 2. 4 0 - 2. 5 5 (m, 2H) , 2. 
70-2. 87 (m, 3H), 2. 90-3. 03 (m, 1H), 3. 10-3. 
19 (m 3 4H) , 3. 4 5-3. 5 4 (m, 2H) , 3. 83 (s, 1 H) , 
3. 8 6 (s, 1H), 6. 6 5- 6. 7 6 (m, 4H) , 7. 15-7. 27 
(i, 12H) 5 7 . 7 8 (s, 2H). 
MMfrffim (ESI -MS, m/z) : 3 9 1 (M + + 1) 

:N1-'>^P 7°P h°;V— 2 — f 3 — (lH- 5-^>^'J;i/7^ 

^>^D7°Dt';i/T^> (30mg) teXXimmmm (88mg) 
5, F (1ml) fciSJSU 1-^^-3- 

t:;b) *;i/#s>-f s PffilWfi (86mg) N h UT^-;i/ (77 

mg) i5<t^^^;i/T^^^U^>(5mg)»^feo S«^rfe^^^l8B#P^ 

#bfc©^ t3W$$zKfit^rU£A2K$g$£ (1ml) ^^n^.. 

7d;V--«/ (3/1) TtttBbfco W«ji*«S*«ft»^hU^A*Cffi*U MJEE 

1 H-NMR (CDCh, 4 0 0MHz) as a mixture of 2 diastereomers :- 0 . 
5 0 - 0. 0 6 (m, 4H) , 0. 16-0. 34 (m, 4H) , 1. 10-1. 

2 3 (m, 2H) , 1. 2 3 - 1. 3 5 (m, 2H) , 1. 4 0 - 1. 5 0 (m, 
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2H) , 1. 5 5 - 1. 7 5 (m, 3H) , 1. 8 0 - 1. 9 0 (m, 1H) , 1. 
9 8-2. 10 (m, 2H) , 2. 12-2. 18 (m, 1H) , 2. 18-2. 
28 (m, 1H) , 2. 3 0 - 2. 3 9 (m, 1 H) , 2. 4 0 - 2. 5 0 (m, 
1H) , 3. 0 0-3. 10 (m, 2H) , 3. 4 0 (s, 1 H) , 3. 4 1 

(s, 1H) , 6. 2 5- 6. 3 5 (m, 4H) , 6. 7 5 - 6. 8 7 (m, 12 
H) , 7. 39 (s, 1H) , 7. 40 (s, 1H). 
SIMKESI-MS, m/z) : 3 9 0 (M + +l) 
jj^J226 : N 1 , Nl-^Jl/- 2-[3- ( 1 H - 5 -4 >¥ S J U )V7 K 
J) b°^U^y 1 — 2 - 7x-ji/7t LZ-LJf 
5?xW5> (35mg) #£XfnMM2M (88m g) **J* ?)l*)V2±7 1 h* 

(lml) KmmU ^-^s {Z-*J**fr7X;7W 
)l) 5 YUWM (86mg) s 1 -t FP^>V h V7^~)V (77m 

g) *iij5^^7^ Kuy>(5ig)*initfco Kjss^^ssfi^isKfiaa 

#bfeOt»s fi^lfegfcfc*^r U£A**« (lml) &Jn^.s 

/nyv-;v (3/1) -ctttHbfeo WI$Jf««^ h U £AT!ft*U Mffi 

T&&£W*bT*#£ftfc£&2^ ^DD^;i/A/^^^-;i/t?JSH-rsHPLClc 

'H-NMR (CDCh, 4 0 0MHz) one diastereomer : 0 . 95 (t, J = 7. 
1, 3H) , 1. 01 (t, J = 7. 1, 3H), 1. 42-1. 58 (m, 2 
H) , 1. 6 0 - 1. 7 5 (m, 2H) , 2. 3 5- 2. 5 0 (m, 2H) , 2. 
5 8 - 2. 6 8 (m, 1 H) , 2. 7 4-2. 8 2 (m, 1H) , 3. 02-3. 
32 (m, 6H) , 3, 3 5 -3. 5 3 (m, 2H) , 4. 31 (s, 1 H) , 
6. 68 (s, 1H), 6. 72 (t, J = 8. 8, 1H) , 7. 15-7. 3 
0 (m, 4H) , 7. 3 0- 7. 3 7 (m, 2H) , 7. 76 (s, 2 H) . 

nmrnm (esi-ms, m/z) : 40 6 (m + +d 

$IW7:N1- (2-7MPxfjV) - 2-T3- (lH-5-^>^V'J 

2-7^0X^V7^>IiI (50mg) ^<tt>^»J222 (88mg) -£9** 
MM7^ (lml) fcjSlSU ^-^s l-x^;i/-3- (3-S?*^;i/ 
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7 X J 7°D h°;v) X YWm& (86mg) N l-tFn^>y>'J7 

-e 18HfM#bfe©*>s figjfiJjKISzfc^hU^A*** (1ml) &j&n*.N 7n 
D*M-rn;v-^ (3/1) -etttHbfeo «M^«M^bU^A^ 

1"§HPLC(3<t DilU IU&fb£&£39mgs 2ffi»SlfJlJlt£#: (J:bH^50 : 5 

0) fcltffec 

'H-NMR (CDCh, 4 0 0MHz) as a mixture of 2 diastereomers : 1. 
2 7- 1. 4 0 (m, 2H) , 1. 5 5- 1. 6 8 (m, 2H) , 1. 68-1. 

8 0 (m, 2H) , 1. 8 0 - 1. 9 2 (m, 2H) , 1. 95-2. 15 (m, 
2H) , 2. 2 4-2. 3 5 (m, 2H) , 2. 4 5 - 2. 6 0 (m, 2H) , 2. 
7 5 - 2. 8 5 (m, 2H) , 3. 2 5 - 3. 4 5 (m, 2H) , 3. 45-3. 
62 (m, 2H) , 3. 90 (s, 2H) , 4. 2 7-4. 4 0 (m, 2H) , 
4. 40-4. 55 (m, 2H), 6. 67-6. 73 (m, 4H), 7. 15 
-7. 3 0 (a, 12H) , 7. 7 9 (s, 1 H) , 7. 8 0 (s, 1H) . 

nmrnmu (esi-ms, m/z) : 396 (m + +d 

gfflfiflt]228 : N 1 , Nl-^fiV- 2-T3- ( 1 H - 5 y? y U 5; 
J) gjgJJ ^7 1- 2 -7 x-;i/T-b h-T^ F 

(lOOmg) ££0^00222 (350mg) ^^^f;Wl/A75 K 
(5ml) t«#U l-x^-3- (3-^^;V7$;7"Pt» 

5. (257mg) N 1-t FnJrM>^ h 'J7V-;V (227mg) 

feCDfcs iafD»7K^^hU7A7jc^ (5ml) &SP^.s ?nn*;i/A-7°n;-? 
7-;i/ (3/1) ^tttHbfeo MH£«M^bU^AT«U MJ±T« 
bTt# titzmz ^ ^nn A/* * J -K-nmmt SHPLCKi «t t> ffi 
Mb, il»1§r«180mg, 2Si!©lMJltW (JtSK50:50) thxmtz 0 
'H-NMR (GDCh, 400MHz) as a mixture of 2 diastereomers : 1 . 
4 0- 1. 6 0 (m, 4H) , 1. 6 0- 1. 7 7 (m, 4H) , 2. 22-2. 
52 (m, 4H) , 2. 5 2- 2. 6 5 (m, 2H) , 2. 7 0-3. 0 3 (m, 
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2H) , 2. 86 (s, 6H) , 3. 44-3. 54 (m, 4H) , 4. 3 2- 
4. 45 (m, 2H) , 6. 6 5 - 6. 7 9 (m, 4H) , 7. 15-7. 40 
(in, 1 2H) , 7. 7 5 - 7. 8 0 (m, 2H) . 
gS##fflS (ESI —MS 3 m/z) : 3 7 8 (M + + 1) 

mmnzi% : 2- (4-7MD7x^) — 2 — r 3 — yjL±l> 

UikZl^J U ^ y 1 - 2 - ^ x -b 7"- h 
4-7;i/^D7x-;vftItp<^;i/ (252mg) , N-^Dtili < »>f $ h* (354 
mg) *?J;t>"TV*tf^^V7^D-hU;V (10m g) ^011^1 (3ml) fc« 
U 8 0°C-r'18B#P^»bfe o ^Ul^m&s 3.-y^J)s%m?Ls -fe^ rjEftfc 

H«|J180 (407mg) §^op*M (3ml) fcjgJBU 95% h U 

(3mi) si^arifeo sra^*^M"??2i^Ha^bfe©^s 

Mbfec K»*U«>A (mg) b^fWAT^ h* (3ml) &Jn*.Jft#U 
^cDSJiSrS^ids TOfrAcDT-te r- h »J;H&$ (2ml) SiTtfeo 

^«»*sfi-ei8i^Hi»^bfe^ mmim&xi-i (3m d aanAs 

^D*M-7*n;v-JV (3/1) -effltBbfeo ^«UB*JRI*«lt^hU^A 

jsBS-raBPLCfc.tDttfiu SM«r«370mg, mmv>m&m l m mm 

50 : 50) i: bT#fco 

'H-NMR (CDCla, 400MHz) as a mixture of 2 di aster eomers : 1 . 
5 2 - 1. 7 0 (m, 4H) , 1. 7 0 - 1. 9 0 (m, 4H) , 2. 32-2. 
64 (m, 6H) , 2. 7 5- 2. 9 5 (m, 2H) , 3. 5 5- 3. 6 5 (m, 
2H) , 3. 65 (s, 3H) , 3. 66 (s, 3H) 3 4. 12-4. 28 
(m, 2H) , 6. 9 0- 7. 0 4 (m, 8H) , 7. 3 4-7. 4 8 (m, 6 
H) , 7. 8 3 (s, 2H) . 

KM^Wffi (E S I -MS, m/z) : 3 8 3 (M + +l) 
mMM2$0 : 2- (4-^PP7x-Jl/) -2 -[3- (lH-5-^>^ 

V U ;VT S > ) U 2 y 1 - 2 - 7 jinjl/THz^- b 
4-^DD7xrj«^fjl/ (276mg) , N-7 > n ; EC{i<i^ > K (354m 
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g) &£xirwxjv7"3-ti~h u;i/ domg) ^mmrnm (3mi) izmm 

U 8 0 W18B£IM#bfeo x-^;i/£jj|]x s -fe^-Y MiJl^ 

MM80 (407mg) §^DP^;bA (3ml) fc$gji?U 95%hU7;i/^ 
(3ml) ^iSTSTlfec S«^#J^M^2^p B TOf bfeO^s ^ 
Hbfeo »*U^A (mg) J:^^fjl/*;i/A7^ p (3ml) »^WU * 
©Mf^t^ ^mfcAfDT* h-h'J;« (2ml) SSTbfec 
tJ^^TlSBtMlf bfefis MP«7l<^^h U^A7j<« (3ml) £Jn£> 
7nn^A-7'D;v-JV (3/1) tMbfeo «jf§#R7jcW^ h U £A 
T^iU MET*&&S*bTft&ftfe£S<*£s ^ddW^^-^ 
SHI-SHPLCtcibMMbs «fb^«420mg, 2M©itftllttf£ 
50 : 50) tlyXmtcc 

1 H — NMR (CDCla, 4 0 0MHz) as a mixture of 2 diastereomers : 1. 

5 2 - 1. 7 0 (m, 4H) , 1 . 6 8 - 1. 9 0 (m 3 4H) , 2. 32-2. 

6 0 (m, 6H) , 2 . 7 5- 2. 9 3 (m, 2 H) , 3 . 5 3 - 3. 6 5 (m, 
2H), 3. 65 (s 3 3H) , 3. 66 (s, 3 H) , 4. 10-4. 22 
(m, 2H) , 6 . 8 0 - 6. 9 7 (m, 4 H) , 7 . 2 2 - 7. 4 0 (m, 12 

H) , 7. 8 4 (s, 2H) . 

IIMt (ESI-MS, m/z) : 3 9 9 (M + +l) 

«31:N1- (2-y)]s*nx.?)l) - 2 - (4-7;V^-P7oi-;i/) - 

2-[3- (lH-5--(>^;'J;V7V) b°^U^y]-2-7x-;i,T-lr h 

^1^229 (192m g) (1ml) t 3 NzKIHb:*- h U £ Azk« 

(lml) C»j»U ^T*«^it#bfe0t)s 1N»T PH = 7 (TO^O 

2-7WoiW5>IS8i (99mg) ^At^^f;V^A7 
5 K (2ml) fc*gj$U -?-^s l-xf-^-3- (3-^f;i/7^rD^ 

;i/) *;i/^^-f 5 (I9lmg) s 1 -fc Fn*^>\/ h UT^-;i/ (153 

mg) 43 «tV^^^-;i/T^ y b° U ^>(5mg)^iP^.feo S^l^tl^SMT-18^^ 
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#bfe©t»s immmymj-hv^kykmm (2m d ^o^A-r 

p;v-;v (3/1) TtttBtfeo tlI^«itf'^A«U iiBET 

D11U m^b^a^lllmgs 2g«0»«^ (ii;ISl£50 : 50) h\sxn 

1 H — NMR (GDCla, 4 0 0MHz) as a mixture of 2 diastereomers : 1 . 
2 5- 1. 4 2 (m, 2H) , 1. 4 5 - 1. 6 7 (m, 2H) , 1. 68-1. 
7 7 (m, 2H) , 1. 8 0 - 1. 9 2 (m, 2H) , 2. 00- 2. 2 0 (m, 
2H) , 2. 2 4- 2. 3 5 (m, 2H) , 2. 4 0-2. 5 5 (m, 2H) , 2. 
70-2. 80 (m, 2H) , 3. 25-3. 63 (m, 6H), 3. 89 (s, 
1H) , 3. 92 (s, 1H) , 4. 27-4. 38 (m, 2H), 4. 40- 
4. 5 5 (m, 2H) , 6. 6 3 - 6 . 7 7 (m, 4H) , 6. 85-6. 97 
(m, 4 H) , 7 . 10-7. 25 (m, 4 H) , 7 . 5 0- 7. 6 5 (m, 2 
H) , 7. 79 (s, 1H), 7. 80 ( s , 1H). 

mmmm (esi-ms, m/z) : 414 (m + +d 

Hfl6gg232:Nl- (2-7MPxfil/) - 2- (4-^PP7x-;iQ -2 
-[3- (lH-5--Y>^VU;PTS 7) b'^U^y]- 2-7x-;VT-b 

^Jffi0923O (200m g) J-)V (1ml) k 3 N*iMb^- h U <7 AtRM 

(lml) tS»U ifiTl8iFWUfeCD^ lN«t PH = 7 ft&t+ffi 

2-7MnxW^S8i (99mg) 43 &WMfoA%y* 

F (2ml) i;«b, ^ci-Ns i -x^^-3 - (3 -^pWi/T^rnt: 
;b) jb;i,#SM ^ Flil (191ng) s l-tFP^^>^ h >;r\/-;i/ (153 
mg) ^l/T^y K>jy>(5mg)*llPitfco £JfoS£^£gM'T?18l$IS£ 

#bfc©^ ^D«7jcm^-h y£<Mc$8« (2m l) Ml£s ^dd^;1/^-7° 
n;^-;v (3/1) -effltBbfeo timM&fa&titi&i- h 'J>)At«U MJ±T 
«JS&@*bTftkftfc8£*s £ pd*;1/A/^ ^ ^— ;i/tfSIMt*SHPLClc: Jt 
?)iIU g|®fli£«109mgs 2M©»Jlttf* (JfcKK50:50) k bTt# 
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fCo 

'H-NMR (CDGh, 4 0 OMHz) as a mixta of 2 diastereomers : 1 . 

2 5 - 1. 4 0 (m, 2H) , 1. 5 0- 1. 6 7 (m, 2H) , 1. 68-1. 
7 7 (m, 2H) , 1. 7 7- 1. 9 2 (m, 2H) , 2 . 00- 2 . 2 0 (m, 
2H) , 2. 2 4- 2. 3 5 (m, 2H) , 2. 4 0 -2. 5 7 (m, 2H) , 2. 

7 0-2. 9 0 (m, 2H) , 3. 2 5-3. 6 5 (m, 6H) , 3. 89 (s, 
1 H) , 3. 92 (s, 1H), 4. 27-4. 40 (m, 2H) , 4. 40- 
4. 55 (m, 2H), 6. 63-6. 77 (m, 4H) 3 7. 10-7. 25 

(m, 1 OH) , 7. 5 0 - 7. 7 0 (m, 2H) , 7. 7 9 (s, 1H) , 7. 

8 0 (s, 1 H) . 

mmmm (esi-ms, m/z) : 430 (m + +d 

H«E^J233:N1- (0-^f;VbpP^>;V) -2-T3- (lH-5--f>^ 

^»J222 (175m g) £^ y (1ml) £3 NzkSMb^ h U £ AtKW 
(lml) fc«f»U SfitflBfifHaWbfcCfts 1NIS-C PH = 7 ttjftfc:#*D 

0-^^tl'D^^I/7^ffiS« (84mg) ^.tV + ^A^^^^l/^l/A 
F (2ml) £$Sj5?U l-xf;v-3- (S-^^^l/TUT'n 

5. FMti (263mg) s l-tpo^W h (2 
25mg) ^iV^^W ^f'J ^>(5mg)»;tfeo SiSS^felftSfiTf 18KfH 
8&#bfc0^ tSjBlKifok*^hy^A*** (2ml) &fln*.s ^nn^A- 
7°n;w-;ix (3/1) -citttl/fc. WWi&JIfcKffltBl^ h U ^AT?(6j»U MJ± 

J;D1MU «fh£*202mgs 2fflil©§i1i<litt{* (Jrbi^50 : 50) ^bT 

'H-NMR (CDCla, 400MHz) as a mixture of 2 diastereomers : 1 . 

3 2- 1. 5 0 (m, 2H) , 1. 5 5- 1. 7 0 (m, 2H) , 1. 72-1. 
94 (m, 4H) , 2. 0 0-2. 4 5 (m, 4H) , 2. 5 0 - 2. 6 5 (m, 
2H) , 2. 7 3 - 2. 9 5 (m, 2H) , 3. 2 5 -3. 4 5 (m, 2H) , 3. 
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45-3. 62 (m, 2H), 3. 64 (s, 6H), 4. 00-4. 15 (m, 
2H) , 6. 7 2 - 6. 8 3 (m, 4H) , 7. 2 5 - 7. 3 5 (m, 1 2 H) , 
7. 8 3 (s, 2H) . 

^M^J234:N1- (O-x^h^pjr^) -2 -[3- (lH-5-^>ff 

mtMMrn (175mg) §p<^y-;i/ (lml) fc3N*ttfc^rU££**tt 
(lml) fc$Sfl¥U ^#Tl8H£«#bfe©*N 1N« PH = 7 tfjE£*ftl 

O-x^l/tpP^i/^^Iil (98mg) ^.fctf^HttA&SM^Wl/A 
F (2ml) fc*f#U ^^^s l-x^;i/-3- O-^W^T'P 
tVl/) jb;i/#2M * Fffi&ffi (263mg) N r UT^-^ (2 

25mg) %&t$V* : f-fr7%; b°U^>(5mg)^JP^fe 0 afo?!l^«g«18H^ 
8fc#bfc0t^ iSSIiS»**^hU«>A**« (2ml) £Jn£s ^DD$M- 
rn/v-jv (3/1) tlfflbfeo M^i2kWth^A«U ME 
r«£^s u-cf§ e» nfea* * p p ^a/p* * ^ -^Tfjen-r smcfc 

«1IU ^m<b^*204mg, 2W©»SSf* (Jt®i^50 : 50) t bt 

'H-NMR (CDCla, 4 0 0MHz) as a mixture of 2 diastereomers : 1. 
11 (t, J=7. 1, 6H) , 1. 30-1. 45 (m, 2H), 1. 55-1. 
6 5 (m, 2H) , 1. 6 8 - 1. 8 8 (m, 4H) , 2. 15-2. 4 0 (m, 
4H) , 2. 4 5 - 2. 6 0 (m, 2H) , 2. 7 3 -2. 8 5 (m, 2H) , 3. 
45-3. 55 (m, 2H), 3. 70-3. 88 (m, 4H), 3. 96-4. 
15 (m, 2 H) , 6 . 7 0 - 6. 7 7 (m, 4 H) , 7 . 2 0 -7. 2 7 (m, 
1 2H) , 7. 7 8 (s, 2H) . 

^»J235 :N1- (0-^^bh'P^>;V) -Nl-^ — 2 ~ f 3 — (1 
H- 5 ->f >#VUJkZ_iL2 > ^U^^1-2-7x-Jl/7-b hT^ Y 
mumil (175m g) (l ml) t 3N7KM^ h U^AtMSM 

(lml) HilU g«WP»#bfe©t»s 1N«T« PH = 7 
U MbTTO#:A£f#fco 
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N, o-^^kFo + W^ISi (98mg) i^mWA^^^^ 
«A7^' (2ml) (cfcjBU l-xf;i/-3- (3 -S^M^S 

y7°Pt°;V) in»M (263ng) , l-tFD^>^h'J7y- 

;i/ (225mg) ^ct^^^^^T^y t:U^>(5mg)&JP^.feo afoS"&$l£^M"T? 
18S«#Lfcffl^ fiSfDK»**^h U->A7jc^M (2ml) »>L ^D* 
;va-7d;v-;v (3/1) «bfeo tII*i7jcW7-f^AtSIU 

ttETi&afcfees uta e>nfegi* i^n *;i/A/* * y -^-esw-r shp 

LCfcJ; DIHSU ^JS-fb-£«124mg, 2«!0itllllttft (JfcK13:50 : 50) i: 

1 H — NMR (CDCla, 4 0 0MHz) as a mixture of 2 diastereomers : 1 . 
45-2. 05 (m 3 8 H) , 2. 33-3. 05 (m, 8H) 3 3. 15 (s, 
6H), 3. 42 (s, 6H) 3 3. 55-3. 73 (m, 2H), 4. 76 
(s, 1H) , 4. 87 (s, 1H) , 6. 76-6. 85 (m, 4H) 3 7. 
23-7. 38 (m, 8H) 3 7. 38-7. 48 (m, 4H), 7. 79 (s, 
2H) . 

mmmiJtz (iH-5-oy>;^) -N-n- (i-7x^pk 

)]/) - 3 -t.^u 2MZ1 > 
x?-;w^-t?> (UOfflg) , N-^ntuiKI-f ^ F (267mg) fcitfTVtr 

^^v^p-hu;i/ (iomg) ttmmmm (3m d h*ibu 8o°ct-w 

Hflfcftbfco Sfifcftm&s x-T^v&Jn*^ -fe^ b^3i^J:^»U *m 
ftA£#fc 0 

=W<!180 (252mg) £?nn*;i/A (3ml) £iSfl¥U 95% h V yfr 

*vwm (3mi) ^^r-iiTbfeo Rmm^^u-n 2mmmwLtz(Dios 

ilbfeo j»ft'J^A (276mg) t*;^^WA7^ F (3ml) 
U *©£Jfoi@1^lfc> «*A©7-bh-h'Jj« (2ml) Wbfeo S 
^I^rtl§^Tl8B^P^fl#bfe^ fiffl#!fck**rU£A#** (3ml) & 
jjfl;t, VvxHbfrK-yunj -)V (3/1) Tfflffibfeo ^M^^JOM^h 

-;i/T?Jg|8tSHPLCfc«tDtt«U ^b£rtl£130mgs 2SS©««ft 
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(tmUSO : 50) t hrm-tco 

1 H — NMR (CDCla, 400MHz) as a mixture of 2 diastereomers : 0. 
73 ( q , j=7. 3Hz, 6H) 3 1. 35-1. 90 (m, 8H), 2. 2 
0-2. 75 (m, 2H) , 2. 2 0- 2. 4 5 (m 3 4H) , 3. 20-3. 3 
0 (m, 2H) , 3. 3 8- 3. 5 8 (m, 2H) , 6. 6 6 - 6. 7 6 (m, 
4H) 3 7. 07-7. 27 (m 3 12 H) , 7. 80 (s, 2H). 

nmmm (esi-ms, m/z) .-335 (m + +d 

«$i]237:N- (lH-5-^>yV'U^) -N-Tl- (l-7x^ 
)l) -3-b°^U^;i/lT^ > 

7°Ph°;i/-<>-fe"> (120mg) , N-yp^dfc^iM ^ K (267mg) *5«tt>*T^ 
tf7>fV^nrhU;v (lOmg) *E9iiMbiftX (3ml) fcjgJBU 8 O'CTl 

8mmmn^tco tst^i^ ^-^;i/^jp^s -fe^ husi^awtu # 

HI#:A&^fco 

(252mg) §^DO*M (3ml) t:»U ^^^s 95%hU^;i/ 
*umm (3ml) §SfitITlfe. ^8^&£ffiTf2l$iaJt#bfc05s 
Mbfeo Ri*'JW (276mg) K (3ml) 

U (ffflfrA©^ h- h 'J;M6Jft (2ml) £i$Tbfco S 

mn^a^u^ismmmnxytc^ mufikwmi- v v * (3m d * 

ip^. N ^pd^;i/A-7°dav-;i/ (3/1) -effltBbfeo W*iJI»7j;M^h 
ij^t«u »ffT«rti4e*bT#6nfea$fts ^do*m/^^ 

UfcKB-50 : 50) hbTHfeo 

1 H — NMR (CDCh, 400MHz) as a mixture of 2 diastereomers : 0. 
37 (q, J=7. 3Hz, 6H) , 0. 60-0. 85 (m, 4H) , 0. 8 
5-1. 4 6 (m, 8H) , 1. 7 0 - 2. 0 0 (m, 6H) , 2. 0 5-2. 
4 0 (m, 2H), 2. 8 5 - 2. 9 7 (m, 2H) , 2. 97-3. 15 (m, 
2H) , 6. 25-6. 33 (m 3 4H) 3 6. 65-6. 85 (in, 1 2H) , 
7. 3 8 (s, 2H) . 

MM^ffm (ESI-MS, m/z) : 3 4 9 (M + + 1) 



WO 01/56988 



213 



PCT/JPOl/00721 



IIM238 : 2 - [ 3 - ( 1 H - 5 -4 >ffV'J JVT 5 J ) ^'J^;1-2-7i 
=.)]/- 1 -x^y-;i/ 

**fli'J?-£A7Vl/$-£2> (50mg) §THF (2ml) £«U 
Kil6245 (364mg) OTHFil (2ml) £ 0 "C-e^Tbfco £Jfo$g-&tl£g$& 
^18f$«#b£©1^ 0 o C^^U 7jc (0.5ml) SiTbfeo fflEK^- h U 
(300mg) ttl^Ls SJiEtg^B&^T?3^S#bfe^s *7-f hTtt«b 
fe 0 «^MJ±T«*^*bTf#?)tifea^^s ^nD*W^^-^ 

sn-rsHPLctckDiBaau wm^m^i^zs mmimmfo mm 

50:50) hbTfffeo 

'H-NMR (CDC1 3 , 400MHz) as a mixture of 2 di aster eomers : 1 . 

40-1. 80 (m, 8H), 2. 40-2. 55 (m, 2H), 2. 55-2. 

75 (m, 2H) , 2. 7 5- 3. 0 5 (m, 2H) , 3. 4 0 - 3. 8 0 (m, 

6H) , 3. 9 0-4. 10 (m, 2H) , 6. 7 1-6. 7 9 (m, 4H) , 

7. 15-7. 35 (m, 1 2H) , 7. 80 (s, 2H). 

mmfrffim (ESI-MS, m/z) : 3 3 7 (M + +l) 

Hfflfiflt]239 : Nl - (3, 4-¥* h^>^>V)l) - 2- \ 3 - (1H-5--T 

^7hW5> (257mg) *5«fctJ c ^JE^iJ222 (350mg) S^fjl/^A7^ 
K (2ml) £$gfl¥U ^C-n, l-^^;i/-3- (S-S^^H/F^^Ptf 
fc^jflSM ^ Pili (256mg) , 1 -fc FD*^>7 h VT"J-)l (227 

mw^tzoio, mft&mfrmi-Y v^^mm (2m d ^dd^va- 

7'P^^-;i/ (3/1) titUbL mWJB%M&ffiMi-hVf;&'€ 1 &mu ME 

J;DISMU HJSfti^tJ (310m g) *»feo 
Si^*fl(ESI-MS, m/z) : 5 0 0 (M + +l) 
HMfl)240:N- (1 H- 5-^ >^V U;i/) -N-[l- ( 2 -pWI/- 1 -7 
i^l/7P^l/) -3-b-^'J^;i/lT^> 
^V7>;^>^*> (201mg) , N-^P^teXiM 5 K (354mg) 
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^\fX4Vy^u~hVJl (10mg) ZWWUhMm (3ml) fc*jj¥U 80 o CH 

i8B#r»#bfeo ^&z#im%, *.-^)i%m%., h«^j:wii®u 

H»J180 (407mg) §^nn*M (3ml) IzmMh, 95% h >j 7;i/tf 

P»K (3ml) ISiBTiTbfeo Sjt^^l*^-C2I^HSI#bfeCD^ il 
ILL #gft*U£A (414mg) ^y^;]/*;i/AT$ K (3ml) £fln;Ut#bs 
^osra^rt/ts r^p (2ml) ^iTbfeo'OT 

^«^T48B$p B m#bfem, m\$mfcmi-Yv$&7k®m (3mi) 

^DD^A-7'n;v-jl' (3/1) tiffilfeo «jf^M7WMt^h U^A 
0:50) hLXmtco 

'H-NMR (CDCla, 400MHz) as a mixture of 2 diastereomers : 0. 
62 (d 5 J = 6. 6Hz, 3H) , 0. 63 (d, J = 6. 6Hz, 3H) , 1. 
02 (d, J = 6. 0 Hz, 3H) , 1. 07 (d, J = 6. 4Hz, 3H), 
1. 30-1. 72 (m, 10 H), 2. 00-2. 32 (m, 6H), 2. 3 
2-2. 60 (m, 2H), 2. 93 (d, J=10. 0Hz, 1H), 2. 9 
6 (d, J=l 1. 2Hz, 1H), 3. 42-3. 57 (m, 2H), 6. 7 
0-6. 77 (m, 4H), 7. 00-7. 06 (m, 4H), 7. 15-7. 2 
8 (m, 8H) , 7. 8 1 (s, 2H) . 
MMmm (ESI -MS, m/z) :3 4 9 (M + +1) 

:N1 -^>y;i/-N4- ( 1H- 5 ~j >frVV)V) -1, 4 — > P 

4- (lH-5-^>^'J;b7^) - 1 -i^P^i^y > (iffSft:3) 
(57mg) > ^>V)]sT$> (53mg) (1ml) fcjgJBU Sffi 

tHff^ilb^^i (105mg) ^^b-o'-ojn^feo Jx«^t)^gt^l8BtP B 1 

it#bfefts M-^^y-;^»^s it#b tern, mmhtco mbnums^ 

0.5% h U 7Mnmii/7t h U;i/-eJgH1-SHPLC^J: DffMU ^ 
n^ticD^tJ^^tf^li^lSfP^ltzk*^ h U t> ATk^M (2ml) 
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^DD*M-7D/V-;b (3/1) Tifflbfes «Ji^^7jcM^ r U t>k 
fffiU «JBET»ii*®*bT7'>^{*: (14mg) s ^>>f* (24 mg) Tf^fco 

1 H- NMR (CDCla, 4 0 0MHz) : 1. 0 5- 1. 3 2 (m, 4H) , 1. 
95-2. 03 (m, 2H) , 2. 05-2. 20 (m, 2H) , 2. 52 (t t , 
J = 3. 9Hz, 11. 0Hz, 1H) , 3. 20 (t t, J = 3. 7Hz, 1 
1. 0 Hz, 1H) , 3. 70 (s, 2H) , 6. 68-6. 7 7 (m, 2H) , 
7. 22 (d, J = 8. 8Hz, 1H), 7. 2 5 - 7. 3 0 (m, 5H), 7. 
8 1 (s, 1 H) . 

II«(ESI-MS, m/z) : 32 1 (M + +l) 

3 H — NMR (CDCh, 4 0 0MHz) : 1. 5 0 - 1. 8 2 (m, 8H) , 2. 

68 (tt, J = 3. 9Hz, 7. 6Hz, 1H), 3. 4 4-3. 5 2 (m, 

1H), 3. 90 (s, 2H), 6. 70-6. 77 (m, 2 H) , 7. 20- 

7. 3 2 (m, 6H) , 7. 8 0 (s, 1H) . 

IWKESI-MS, m/z) : 32 1 (M + +l) 

HMffJ242 : N 1 - ( 1H- 5 -<{ yj?V Ujk) -N4-^^;V-U 4—>?P^\ 

(57mg) s *2-frT$> (20mg) J -)V (1ml) fc*#U 

HMbMMjSl^* (105mg) &'J>b-3oin*.feo MJ5B^^&^T?18I^KBI 

#bfe^s mm-* & mwLtc^ mm^tz 0 m^ntcm^^ 

0.5% h U 7;i/tD»Jc?gi/7-fe h - h U^JSH-rSHPLCfc J: DttKU * 

n^nnih&m^tsftmtemnfim&mj- v u •> a*** ( 2 m i ) &jd* n 
^dd*m-7d;v^ (3/1) Tttimbfeo h >;e?A 

T»bs MJ±TM£^SbTT>^ (lmg) v (1 mg) nmtco 

I1MKESI-MS, m/z) : 24 5 (M + +l) 
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SlMfi(ESI-MS, m/z) :2 4 5 (M + +1) 

ftM243:Nl- (lH-5—f>W)fr) — N 4 — 7"P bVl/— 1 >, 4-->^P 

4- (lH-5-^f>^U;i/T^y) -l-i/^D^\^ity> («3) 
(57m g) s T-DW^ (30m g) J (1ml) fc*»U 

THMIfh^^i (105mg) S^U^initfco sra^#j^s^i8B#Pp^ 

0. 5% h u yMvmm.ymw./T^ h- h 'j;p*csirr*HFLCfc<fc djrsu * 
n*n©ft#%s^«p^iiiicia?njsitek*^ h u ^atKM ( 2 m i ) &fln^ 

^DD*M-7D^V-;P (3/1) Tttmbfco «Jl«7j<»^bU<>A 
"C$6* U MEETv«§@*bTT>^ (5mg)s ^>fr (5 ig) Tlffco 
(T>^fr) 

'H-NMR (CDCla, 400 MHz) : 0. 87 (t , 3 = 1 . 3Hz, 3H) , 

1. 0 4- 1. 3 2 (m, 4H) , 1. 4 2 - 1. 5 3 (m, 2 H) , 1. 91 
-2. 03 (m,2H) , 2. 10-2. 20 (m, 2H) , 2. 42-2. 53 
(m, 1H) , 2. 58 (t, J = 7. 4Hz, 2H), 3. 19 (t t, J = 
3. 4Hz, 10. 5Hz, 1 H) , 6. 68-6. 77 (m, 2H), 7. 2 
2 (d, J = 8. 5Hz, 1H) , 7. 81 (s, 1H). 
W^KESI-MS, m/z) : 2 7 3 (M + +l) 

1 H — NMR (CDCla, 400 MHz) : 0. 87 (t, J = 7. 4Hz, 3H) , 
1. 5 0 - 1. 9 5 (m, 1 OH) , 2. 7 6 - 2. 9 0 (m, 2H) , 2. 9 
5-3. 0 8 (m, 1H) , 3. 5 3 -3. 6 0 (m, 1H), 6. 6 9 (s, 
1H) , 6. 7 2 (d, J = 9. 0 Hz, 1H) , 7. 16 ( d , J = 8. 8H 
z, 1H) , 7. 7 5 (s, 1H) . 
KS#fiHMES I-MS, m/z) : 2 7 3 (M + +l) 
ggfflEffi]244 : N 1 - ( 1H- 5 --j yVv UjV) -N4- (l-7ir;i/i^) - 
L 4-->^P^^r^>^r$ > 

4- ( ih-5 -4 jvrx;) -i-i/#p^*v;> (^mits) 
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(57mg) v l-7xrjHW;> (61m g) (1ml) 

tbfea^^s 0.5H U 7;i/*P»»*«^/T-b p = h U^-eggg-f SHPLCC «fc 

1) Pipits ^nn^M-rn/v-^ (3/1) t-iffibfeo WliJBMTkE 
K^h'J^ATfftWU iET»^®ibT7>^ (20mg) s (15 
mg) -efifco 
(T>rt0 

'H-NMR (CDCla, 400MHz) : 0. 90-1. 30 (m, 4H) , 1. 
30 (d, J = 2. 6Hz, 3H) , 1. 70-1. 80 (m, 2H) , 2. 0 
0-2. 15 (m, 2H) , 2. 91 (tt, J = 3. 7Hz, 11. 0Hz, 
2H) , 3. 14 (tt, J = 3. 6Hz, 10. 7Hz, 1H), 3. 90 
(s, 1H) , 6. 6 6 - 6. 7 6 (m, 2H) , 7. 15-7. 3 0 (m, 6 
H) , 7. 8 0 (s, 1H) . 

•RM&mm (ESI -MS, m/z) : 3 3 5 (M + +l) 

1 H-NMR (CDCla, 400MHz) : 1. 31 (d, J = 6. 6Hz, 3H) , 
1. 4 8 - 1. 7 8 (m, 8H) , 2. 4 0-2. 5 0 (m, 1 H) , 3. 40 
-3. 48 (m, 1H), 3. 85-3. 92 (m, 1H), 6. 70-6. 7 
7 (m, 2H) , 7. 15-7. 30 (m, 6H) , 7. 79 (s, 1H) . 
1WKESI-MS, m/z) :3 3 5 (M + +1) 
H»]245:N1- {A-yMn^yVfr) -N4- ( 1 H - 5 -A y_VV U )l) 

-l, 4 v^^yVT^ y 

4- (lH-5-^>^'J;i/7^) -l-i/ptt^ttSy (*H3#3) 
(57mg) s A-7 fr-Xv^yy^T^y (70mg) ^^^J-)V (1ml) t 

mmu MM.r~mm.ymih^m (io5mg) ^b^-o^^o sj&$g#»i& 
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ml) £fln^ ^nn^;vA-7°D7iy-;p (3/i) tftHilyL 
S»^hUe7A^MU «ETSimut7>f# (20mg) , 
(12 mg) Tl#fc 0 

'H-NMR (CDCh, 4 0 0 MHz) : 1. 0 1-1. 30 (m, 4H) , 1. 
92-2. 04 (m, 2H) , 2. 08-2. 18 (m, 2H) , 2. 49 (t 
t, J = 3. 6Hz, 10. 7Hz, 1H) , 3. 19 (tt, J = 3. 7 Hz, 
10. 8 Hz, 1H) , 3. 74 (s, 2H) , 6. 68-6. 76 (m, 2 
H) , 6. 94 (t, J = 8. 8Hz, 2H) , 7. 16-7. 28 (m, 3 

H) 3 7. 8 1 (s, 1H) . 

li^ifl (ESI-MS, m/z) :3 3 9 (M + +1) 

1 H-NMR (CDCh, 4 0 0MHz) : 1. 4 5- 1. 6 0 (m, 2H) , 1. 
6 0-1. 71 (m, 4H) , 1. 71-1. 82 (m, 2H) , 2. 62-2. 
70 (m, 1H) , 3. 4 3- 3. 5 0 (m, 1H) , 3. 72 (s, 2H) , 
6. 70-6. 77 (m, 2H) , 6. 93 (t, J = 8. 8Hz, 2H) , 7. 
16-7. 2 8 (m, 3H) , 7. 8 1 (s, 1 H) . 
I1MKESI-MS, m/z) :3 3 9 (M + +1) 
^Mffl246:Nl- (2-7Mpx^V) -N4- ( 1H- 5 —i U;i/) - 

i, 4 -js^Vi^vyyT % y 

4- ( 1 H — 5 — -f > W VR/T^J) - l-isW^^Jy (TOffc3) 
(57mg) „ 2-7;i/*Pa:fA'7^>fi8I (50mg) ( 1 m 

I) izmMLs ifitHt^i^^^i (105mg) ^^b-o"ojn^feo RJfom 

feo 0.5% h U 7 MvWW.7mm/T*z h - h U;i/"CJglBTS 

hplck: «t Duaau *n^ncDflj^»%^4t^iifcfiaw^K**^ r 'J 

ft (2ml) §JP^s ^dpWA-t'd;V-JI/ (3/1) TrfitBbfco Mil 
^«M^hU^A-e»U MJ±T^£^*bTT>^# (12mg) s ^> 
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yfa (12 mg) nmtco 

1 H — NMR (CDCh, 4 0 0MHz) : 1. 0 0 - 1. 4 0 (m, 4H) , 1. 
91-2. 00 (m,2H), 2. 10-2. 20 (m, 2H), 2. 49 (tt, 
J = 7. 4Hz, 10. 7Hz, 1H) , 2. 85 (t, J = 4. 9 Hz, 1 
H), 2. 92 (t, J = 4. 9Hz, 1H), 3. 19 (tt, J = 3. 7H 
z, 10. 6Hz, 1H), 4. 43 (t, J = 4. 8Hz, 1H), 4. 55 
(t, J=4. 8Hz, 1H) 6. 6 8- 6. 7 7 (m, 2H) , 7. 22 (d, 
J = 8. 8Hz, 1H) , 7. 82 (s, 1 H) . 
fiM«(ESI-MS, m/z) :2 7 7 (M + +1) 

1 H — NMR (CDCla, 4 0 0MHz) : 1. 4 5- 1. 5 6 (m, 2H) , 1. 
5 8 - 1. 7 0 (m, 4H) , 1. 7 0 - 1. 8 2 (m, 2H) , 2. 60 (m, 
1H), 2. 84 (t, J = 4. 9Hz, 1H), 2. 91 (t, J = 4. 9H 
z, 1H), 3. 45-3. 53 (m, 1H) , 4. 44 (t, J = 4. 9Hz, 
1H), 4. 56 (t, J = 4. 9Hz, 1H), 6. 68-6. 75 (m, 2 
H), 7. 22 (d, J = 9. 5Hz, 1H), 7. 80 (s, 1H). 
Ii^Jfi(ESI-MS, m/z) : 2 7 7 (M + +l) 
^»J247 :N1 -->^P7°Pb°;i^-N4- - 1 , 4- 

4- (lH-5-^>^U;i/T^y) (*M#3) 
(57mg) s ^D7PW^ > (30mg) (1ml) fc»#U 

gm*T?Hgj#2Kffrfb*£3& (105 mg) ^^b'tJoJn^.feo S«^'tJ^^T'18 

BfM^bfcf^ «-^^^-;v^jn^s Wbfe^s tlffibfeo #$>tife§l 
istts 0.5U U 7;v^niMt7»rt/T-fe b- h U;i/*TfJSH1-5HPLCfcJ: DM 

U ^^m©<b^^^tf^®{-taSl^7jc^^hUe7A7j<« (2ml) & 

jp^s ^Do*M-rp;v-;v (3/1) *bfeo w«l£»?»*-h 
U^A^MU iET«t^bt7>f* (5m g) , ^>>f* (12 mg) T? 
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1 H — NMR (CDCh 3 4 0 0 MHz) :-0. 13 0. 07 (m, 2H) , 

-0. 03-0. 02 (m, 2H) 3 0. 65-0. 85 (m, 4H) , 1. 6 
0-1. 7 5 (m, 5H) , 2. 12-2. 2 1 (m, 1 H) , 2. 7 2-2. 
81 (m, 1H) , 6. 2 8 - 6. 3 3 (m, 2H) , 6. 80 (d, J = 8. 
6Hz, 1H) , 7. 4 0 (s, 1H) . 
Wm.mm (ES I-MS, m/z) :27 1(M + +1) 

1 H — NMR (GDCla, 4 0 0MHz) :-0. 13 0. 07 (m, 2H) , 

-0. 04-0. 02 (m, 2H) , 1. 02-1. 16 (m, 2H), 1. 1 
8-1. 38 (m, 6H), 1. 64 (t t, J = 3. 7Hz, 6. 6Hz, 1 
H) , 2. 2 8 - 2. 3 8 (m, 1 H) , 3. 0 4-3. 10 (m, 1H) , 6. 
28-6. 35 (m, 2H) , 6. 80 (d, J = 9. 5Hz, 1H), 7. 3 
9 (s, 1H) . 

(ES I-MS, m/z) :27 1(M + +1) 
gMMg :N1- (1H-5-- f >*VU;H -1. 4 U^*V>i?7 ^ > 

4- ( i h- 5 -w >yp ] )^7^y) -i-^w^yrjy (Wf*3) 

(57mg) ^ ^WC7y^=-t> & (lOOmg) (1ml) £$g#PU S 

u-£~WM7kmh*t>m (io5mg) &'j>b^jojn^fco K^u^^u^ism 
& N o.5% h o 7;^DffW«/7t h- h vfr-emMtzmcizzmmh, 

7>m (10mg) > (12 mg) %mfco 

MM^-tfffi (E S I -MS, m/z) :23 1(M + +1) 

®«^iffi (ESI -MS, m/z) : 2 3 1 (M + + 1) 

HM^'J249 : Nl -->^P^ j r->;V^^-N4- ( 1 H— 5 — ^ > £V U 2k) ~1 

4- ( 1 H- 5 >^U;i/T^) - 1 -iy^n^-yv y (ffH#3) 
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(57mg) „ i/W^yryt^lVTz. > (57mg) ;i/ (1ml) \Z 

mmv, ^wcBBMymih^m (io5mg) &/j>b^-ojp^fe 0 sra^^ 

£>*ifeg££^ 0.5U U 7;i/^-D^7jc«/7-fe h- h U;i^®lg-f £HPLC£ 
J: DiiMU ^n^n©ft^»*^tt^lIfc<aiPjSR**^ h U ^ A*?S?S ( 2 
ml) ^in^s ^nn*M-7P;v-;v (3/1) -ctofflbfeo »JI£« 

S8tMJ^t*U MHiT«£^*bTT>5H* (29mg) N ^y\t 
(35 mg) T^#feo 

1 H — NMR (CDCls, 400 MHz) : 0. 78-0. 92 (m, 2H) , 1. 
0 6 - 1. 2 8 (m, 7H) , 1. 3 0- 1. 4 5 (m, 1H) , 1. 55-1. 
80 (m, 5H) , 1. 9 0-2. 0 0 (m, 2H) , 2. 10-2. 20 (m, 
2H) , 2. 3 8-2. 51 (m, 3H) . , 3. 15-3. 25 (m, 1 H) , 
6. 71-6. 77 (m, 2H) , 7. 22 (d, J = 8. 3Hz, 1H) , 7. 
8 1 (s, 1H) . 

Ii»(ESI-MS, m/z) :3 2 7 (M + +1) 

'H-NMR (CDCL, 4 0 0MHz) : 0. 7 6- 0. 9 0 (m, 2H) , 1. 
0 5 - 1. 2 5 (m, 4H) , 1. 3 5- 1. 4 5 (m, 1H) , 1. 45-1. 
8 2 (m, 1 2H) , 2. 4 1 (d, J = 6. 6 Hz, 1H) , 2. 5 6 (t t , 
J = 3. 9Hz, 8. 3Hz, 1H), 3. 90-4. 10 (m, 2H), 6. 
6 7 - 6. 7 5 (m, 2H) , 7. 2 1 (d, J = 9. 5Hz, 1H) , 7. 8 
0 (s, 1H) . 

li» (ESI-MS, m/z) :3 2 7 (M + +1) 

mmmZSQ : Nl -*/t?n7v\Z)]/* 1 f L )\'-'N 4- (1H-5--T >#V'J;V) -1, 

4- (iH-5-^>^^u;i/T^y) -\-i/>7xi^*r;y (4*HSf*3) 

(57m g) s > (54m g) %tt>J—fr (1ml) lz 

«u m.UT*~wm&mfc*^m uosmg) &/j>b^oip^.feo mm^m* 
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5,nfe^^^s o.su^MPiijM/n h^h u^MwrsHPLCK: 
mi) ^dp*m-7p;v-ji/ (3/D uiaibfe. mwm*m& 

««^h'J'>AT?«SjiU «ffiT«Hlftfi*bTr>^» (13mg) s 3/><* 
(7 mg) Tl#fec 

R*#*HS (E S I -MS, m/z) :2 8 5 (M + +1) 

'H-NMR (CDCla, 4 0 0MHz) :-0. 0 9 -0. 0 4 (m, 2H) , 0. 
30-0. 40 (m, 2H) , 0. 82-0. 88 (m, 2H) , 1. 42-1. 
80 (m, 8H) , 2. 39 (d, J = 6. 8Hz, 2H) , 2. 55-2. 6 
3 (m, 1H) , 3. 4 0-3. 5 0 (m, 1H) , 6. 6 2 - 6. 6 8 (m, 
2H) , 7. 12 (d, J = 9. 8Hz, 1H), 7. 70 (s, 1H). 
K*#*/H» (E S I -MS, m/z) : 2 8 5 (M + + 1) 

rnmmm : ni -->^p^*^-N4- (w-5-j>wvft) -1, 4- 
4- ( iH-5-^>^u;vT^y) - i-^p^*-tfv> (Wf*3) 

(57mg) „ S/^n^^VT^> (50mg) J -ft (1ml) fc$8A?U 

gM^HfE&zRffrfb* 1 ^ (105mg) &/J>b"^oiP*fco K*«^«ftSfi*Cl8 

££s 0.5% h 'J 7;i/*P»tt*»«t/T-te h- h U;i/*eSM-rSHPLCK:J: DUM 

u ^n^noft^ft^^iifcfl^ftS^^^^'J^^*** (2mi) § 
JiniU ^pd^a-7d;v-;i/ (3/1) Tiffibfeo W^lf§«M^h 

y^AT!«g»U iETil^SSbt7>^ (22mg) , (23 mg) T? 

(r>:H*) 

'H-NMR (CDCla, 4 0 0MHz) : 1. 01-1. 38 (m, 10H) , 1. 
6 1-1. 7 4 (m, 2H) , 1. 8 2- 1. 9 2 (m, 2H) , 1. 92-2. 
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0 4 (m, 2H) , 2. 0 8,-2. 18 (m, 2H)>, 2. 5 5 - 2. 7 5 (m, 
2H) , 3. 12-3. 25 (m, 1 H) , 6. 6 6 - 6. 7 7 (m, 2 H) , 
7. 22 (d, J = 8. 6Hz, 1H) , 7. 81 (s, 1H) . 
IlMfi(ESI-MS, m/z) :3 13(M + +1) 

1 H — NMR (CDChj 4 0 0MHz) : 1. 0 2 - 1. 2 5 (m, 4H) , 1. 
3 5 - 1. 5 8 (m, 4H) , 1. 5 8- 1. 7 5 (m, 2H) , 1. 77-2. 
10 (m, 8H) , 2. 8 5 - 2. 9 8 (m, 1 H) , 3. 01-3. 14 (m, 
IE), 3. 5 0-3. 6 1 (m, 1 H) , 6. 7 0 (m, 1H) , 6. 7 5 
(d, J = 8. 8Hz, 1H) , 7. 14 (d, J = 8. 8Hz, 1 H) , 7. 
7 3 (s, 1H) . 

ft*##Ht (ESI -MS, m/z) : 313 (M + +l) 

:N1 ->^P^;V-N4- ( 1H- 5 -4 >W V )l) -1,4- 

4- (ih-5-w y*rvvftT^;) (#ia#3) 

(57mg) „ i/$u^y°3-)}/T^ y (57mg) (1ml) fc&fllU 

SlT?H«7j<ifil* f )i (105mg) %fp\s-3-om%.tzo &JiS?g-£«^MT"18 

0.5U U 7MnSH*i§«/7-feh-h U;i/^JglBt-3HPLCfc«fc DJMS 
U ^n^no-fb^^tr^Htlgffi^^K^^by^Azfc^ (2ml) & 

jDitx (3/1) r-fSmbfeo »f»7j<«^b 

U^At»U MMMSSltTV^ (20mg) ^ ^>>* (31 mg) 

(T>^) 

•H-NMR (CDCls, 4 0 0MHz) : 1. 0 3 - 1. 2 8 (m, 4H) , 1. 
3 0 - 1. 3 9 (m, 4H) , 1. 3 9- 1. 5 4 (m, 4H) , 1 . 55-1. 
6 7 (m, 2H) , 1. 7 2- 1. 8 6 (m, 2H) , 1. 9 0-2. 0 0 (m, 
2H) , 2. 10-2. 20 (m, 2H), 2. 56 (t t, J = 3. 6Hz, 
10. 5Hz, 1H), 2. 70-2. 82 (m, 1H), 3. 17 (tt, J 
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= 3. 6Hz, 10. 7Hz;s 1H) , 6. 6 7 - 6. 7 5 (m, 2 H) , 7. 
22 (d, J = 8. 8Hz, 1H), 7. 81 (s, 1H) . 
IlMi (ESI-MS, m/z) :3 2 7 (M + +1) 

1 H-NMR (CDCla, 4 0 0MHz) : 1. 2 3 - 1. 6 9 (m, 14H) , 1. 
72-1. 88 (m, 4H) , 1. 88-2. 05 (m, 2H) , 2. 84-3. 
0 4 (m, 2H) , 3. 5 0 - 3. 6 0 (m, 1H) , 6. 71 (s, 1 H) , 

6. 75 (d, J = 8. 8Hz, 1H) 7. 17 (d, J = 9. 0Hz, 1 H) , 

7. 7 5 (s, 1H) . 

tt&mm (ESI-MS, m/z) : 3 2 7 (M + +l) 

gg»J253:Nl- (2, 3-^hKP-lH-^>r^V) -N4- (1H-5- 

4- -1— >*P^*1?V> (*lffl#3) 
(57mg) s l-T$SJ>y> (67mg) ft* (1ml) CifjBU 

g»T?Hfl»k*fc#£* (105mg) &/J>b"3oflD*.fco SiSS^ttftSm-CW 
R#IH«#bfe&> «-^^-^»>U iftfbfegU iiUbfeo i#e>n£g§ 
0.5U U 7)V*nmm7kmm/7* h- h y;i/TfJgH1-SHPLCfcJ: DJHfSSl 

u zn^n(Dik&m^t$ftUfc§mm&7mi-vvt>2±7mm (2 mi) * 

jn*. x ^DD^A-7n;v-;v (3/1) tiHii/fe. 

U»A-C««U iff"F#Mg4bX7>^ (17mg) , ^>>f* (18 mg) T? 

'H-NMR (CDCla, 4 0 0MHz) : 1. 0 6- 1. 2 3 (m, 2 H) , 1. 
2 4- 1. 4 0 (m, 2H) , 1. 7 0- 1. 8 2 (m, 1H) , 1. 94-2. 

0 9 (m, 2H) , 2. 11-2. 2 0 (m, 2H) , 2. 3 2-2. 4 2 (m, 

1 H) , 2. 6 7- 2.8 0 (m, 2H) , 2. 9 0 - 3. 0 0 (m, 1 H) , 
3. 22 (tt, J = 3. 9Hz, 11. OHz, 1 H) , 4. 31 (t, J = 
6. 6 Hz, 1H) , 6. 7 0 - 6. 7 7 (m, 2H) , 7. 10-7. 19 
(m, 3H) , 7. 22 (d, J = 8. 8Hz, 1 H) , 7. 29 (d, J = 4. 
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4Hz, 1H) , 7. 81 (Si 1H) . 

Rl^lJfffi (E S I -MS, m/z) :3 4 7 (M + +1) 

1 H — NMR (CDCh, 4 0 0MHz) : 1. 5 0 - 1. 8 9 (m, 9H) , 2. 
32-2. 43 (m, 1 H) , 2. 68-2. 79 (m, 1H), 2. 82-3. 
00 (m, 2H) , 3. 4 5 -3. 5 4 (m, 1 H) , 4. 28 (t, J = 6. 
6Hz, 1H) , 6. 71-6. 77 (m, 2H) , 7. 08-7. 15 (m, 
3H), 7. 19 (d, J = 9. 5Hz, 1H) 7. 31 (d, J = 3. 7 Hz, 
1H) , 7. 8 0 (s, 1H) . 

IIMi (ESI-MS, m/z) : 3 4 7 (MH1) 
HM254:N1- ( 1H- 5 -A >*VU ft) - N4-T (IS) -1, 2, 3, 
4rh7bh'P-l - i-7#\/-M - 1 a 4-i/#U^*'y->y7K> 
4- (lH-5-^>^'JJl/7U) -l-^fv^VSy (*FIH#3) 
(57mg) s (S) -1, 2, 3, 4:rh^W h* n - 1 —Ty^ftT ^ > (74 
mg) ft (1ml) fc$gj5*U I^HSSTklft*')* (105mg) 

riz h- h U;VT!Si8-rSHPLCK:J: D»»U ^^©{b^^fr^IiM 
ffilfcS&***by*A*S* (2ml) £«s ^DD^VA-7P/V-;V 
(3/1) tlffibfeo ^W^ilTKM^h'^Alr^bs MJ±Ti«£^£ 
bT7>^ (9mg) „ (14 mg) T*f#feo 

1 H — NMR (CDCh, 4 0 0MHz) : 1. 0 8 - 1. 3 8 (m, 4H) , 1. 
57-1. 95 (m, 5H) , 2. 04-2. 21 (m, 3H), 2. 58-2. 
70 (m, 3H) , 3. 22 (tt, J = 3. 7Hz, 10. 7Hz, 1H), 
3. 82 (t, J = 4. 4Hz, 1H), 6. 71-6. 77 (m, 2H), 6. 
9 7-7. 0 4 (m, 1H) , 7. 0 4-7. 2 5 (m, 2H) , 7. 22 (d, 
J = 8. 6Hz, 1H), 7. 26-7. 32 (m, 1H) , 7. 81 (s, 1 
H) . 
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(ESI-MS 5 :m/z) : 36 1 (M + H-l) 

'H-NMR (CDCL, 4 0 0MHz) : 1. 5 2 - 2. 0 4 (m, 12H) , 2. 
64 (dt, J = 8. 3Hz, 16. 8Hz, 1H), 2. 7 7 (dt, J = 5. 
4Hz, 17. 1Hz, 1H), 2. 86-2. 95 (m, 1H) , 3. 45- 
3. 54 (m, 1H) , 3. 7 8 - 3. 9 3 (m, 1H) , 6. 75 (s, 1H) , 

6. 78 (d, J = 8. 8Hz, 1H), 7. 33-7. 41 (m, 1H), 7. 
7 8 (s, 1H) . 

WMfrmm (E S I -MS, m/z) :36 1 (M + +l) 

^608255 : N 1 - (lH-5->f >*V'J;iO -N4- (1, 2, 2^±Vjj±ft 

7Ph'jl/) -1, A-*yyv^*VyPT^> 
4- ( -i-s/#D'v*mjv> (W3) 

(57mg) > (2~T^J-3, 3 > (51mg) ^ $ J-ft 
(lml) izmmiss (105mg) ^{PL^-oM^o 

A7jc» (2ml) £jjn;U ^dd*m-t , d;v-;i/ (3/D tftitibfe. 

tll««7-hiJ7A«U »ilS^SbT7>^ft (8m g) s 
(5 nig) Tffcfco 
(T>5Hfc) 

1 H-NMR (CDCL, 400 MHz) : 0. 89 (s, 9 H), 1.01-1. 
20 (m, 5H) , 1. 93-2. 21 (m, 3H) , 2. 2 6 - 2. 7 5 (m, 
1H) , 3. 15-3. 25 (m, 1 H) , 6. 6 6 - 6. 7 5 (m, 2H) , 

7. 22 (d, J = 8. 8Hz, 1H), 7. 79 (s, 1H). 

(ESI-MS, ra/z) : 315 (M + +l) 

1 H-NMR (CDCls, 400MHz) : 0. 85 (s, 9H), 0. 91-1. 
05 (m, 3H) , 1. 4 0- 1. 8 3 (m, 8H) , 2. 2 0- 2. 3 7 (m, 
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lH) f 2. 5 7 - 2. 7 5 (m, 1 H) , 3. 3 8 - 3. 5 0 (m, 1 H) , 

6. 73 (s, 1H), 6. 76 (d, J=8. 8Hz, 1 H) , 7. 22 (d, 
J= 8. 8Hz, 1 H) , 7. 79 (s, 1H). 
IIMKESI-MS, m/z) :315(M + +1) 
«{«6:N1- (lH-5-^>»VU;i/) -N4-T1- (lH-3->f>K 

4- (lH-5-f>^'J;i/7^) - i-i/tv^yrsy (*H#3) 
(57mg) , hijr^^ (80mg) (1ml) t«U 

HM**^*^* (105mg) &'J>b-3ofln£fco S^g^t)&S^18^m 

o.5% h u 7;v*n»ifcdc««/r-b b-h u;PT?siB-raHPLCfc ± Dliu * 
n?n<Dfc&w*^tsttmfc$&mMM*mj-vvz&&®m (2mi) **m*.s 

^pp*M-7"P/V-Jl/ (3/1) t'Mbfeo 

t»U MffiT«£®*bTT>^{* (26mg) s (24 ig) TJfcfco 

'H-NMR (CDCla, 4 0 0MHz) : 1. 0 2 - 1. 2 5 (m, 4H) , 1. 
85-1. 95 (m, 2H) , 2. 05-2. 17 (m, 2H), 2. 44 (t 
t , J = 3. 9Hz, 10. 8Hz, 1H), 2. 86-2. 97 (m, 4H), 
3. 16 (tt, J = 3. 6Hz, 10. 8Hz, 1H), 6. 67-6. 73 
(m, 2H), 6. 9 8 (s, 1H), 7. 0 5 (t, J = 7. 8Hz, 1H), 

7. 13 (t, J = 8. 0Hz, 1H), 7. 20 (d, J = 9. 8Hz, 1 
H) , 7. 29 (t, J = 8. 1Hz, 1H), 7. 56 (t, J = 8. 0Hz, 
1 H) , 7. 8 1 (s, 1 H) , 8. 0 2 (s, 1 H) . 

%mmm (ESI-MS, m/z) :374 (M + +l) 

(yym 

'H-NMR (CDCla, 4 0 0MHz) : 1. 3 8 - 1. 5 2 (m, 2H) , 1. 
53-1. 76 (m, 9H) , 2. 59 (tt, J = 3. 9Hz, 8. 3Hz, 
1H), 2. 93 (s, 1H), 3. 43-3. 51 (m, 1H), 6. 65- 
6. 73 (m, 2H), 6. 97 (s, 1H), 7. 05 (t, J = 8. 1Hz, 
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1H) , 7. 13 (t, J = 8. 3Hz, 1H), 7. 18 (d, J = 8. 6H 
z, 1H) , 7. 28 (t, J = 8. 0Hz 3 1 H) , 7. 56 (t, J = 7. 
8Hz, 1H), 7. 79 (s, 1 H) , 8. 05 (s, 1H) . 
WMftffim (ES I -MS, m/z) :3 7 4 (M + +1) 
ggfl6fliJ257 : N 1 - [ 2 - ( 1 H — 5 — -f ^ ffV U ;i/) x^l-N4- (1H-5- 

4- (1H-5-4 >^*^U;i/T^7) -1—>^p^1tV> (*ffl#3) 
(57mg) , t*^>«J& (92mg) &^>^-;i/ (1ml) fc*#U £ 
fiTJHB**SWb#£* (105 mg) &'J>Ut3oJn*.ifco SJ«l§r#l£§mrl8H# 

£s 0.5% h U 7;b^PlMt7jc^/T-fe h~ h U;i/"ejgHt-SHPLCK: «fc D«U 

^n^©^t?^#tf^®{3iain^ii7j<m^-hue7A7j<« (2mi) 
^DD*M-7n;v-;v (3/1) fttffibfeo h U <>A 

?»U MJIT«£M:£bTT>f-^ (lmg) , (2mg) ?*f#fco 

(T>:H#) 

II«(ESI-MS, m/z) :3 7 4 (M + +1) 

Si^*fi(ESI-MS, m/z) : 3 7 4 (M + +l) 

Hfflfiffil258 : N 1 - ( 1H- 5 -A Ujk) -N4-[2- (3-^x-Jl/) x 

4-->^P^\^-9->^r^> 

4- (1H-5-- (>W)JV7$S) -l-is?ti^*V;> ($ffli*3) 
(57mg) ^ 2-Wi>xW^> (64mg) (1ml) C 

J§fi?U ^^HMTK^jb^^* (105mg) &4>b-30j&n*.fco fiJSSS^S 

^nfcasfcs o.5U u 7;^P»^7jc^tt/^-fe h - h Vfr-emMtzmctz 
j^iumu ^n^ncDib^^ts^m^mmm^mi-hv^^mm (2 

ml) £#nx^ ^nn*M-7o;v-;b (3/1) Tltflbfeo MWM~&Wk 
SgtHJ^«U «T^I^^*bT7>^f* (30mg) N 
(23 mg) Tl#feo 
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'H-NMR (CDCls, 4 0 0MHz) : 1. 0 5 - 1. 2 8 (m, 4H) , 1. 
9 0 - 2. 0 0 (m, 2H) , 2. 0 8 - 2. 2 0 (m, 2H) , 2. 46 (t 
t, J = 3. 6 Hz, 10. 5 Hz, 1H) , 2. 90 (t, J = 5. 6Hz, 
2H) , 2. 96 (t, J = 8. 0 Hz, 1 H) , 3. 16 (tt, J = 3. 7 
Hz, 10. 7 Hz, 1H) , 6. 6 7-6. 7 5 (m, 2H) , 6. 7 7 (d, 
J = 3. 4Hz, 1H), 6. 86 (dd, J = 3. 4Hz, 5. 1Hz, 1 
H) , 7. 07 (d, J = 5. 1Hz, 1H), 7. 21 (d, J = 8. 6Hz, 
1H) , 7. 8 1 (s, 1H) . 

RMftmm (ES I -MS, m/z) :34 1(M + +1) 

'H-NMR (CDCla, 4 0 0MHz) : 1. 4 2- 1. 5 4 (m, 2H) , 1. 
58-1. 78 (m, 6H), 2. 64 (tt, J = 3. 9Hz, 8. 0Hz, 
1H), 2. 89 (t, J = 6. 8Hz, 1H), 2. 99 (t, J = 6. 4H 
z, 2H) , (s, 1H) , 3. 4 3-3. 5 1 (m, 1H) , 6. 6 7-6. 
74 (m, 2H) , 6. 7 5 - 6. 7 8 (m, 1 H) , 6. 8 3 - 6. 8 8 (m, 
1H), 7. 07 (d, J = 5. 1Hz, 1H), 7. 20 (d, J = 9. 3H 
z, 1H) , 7. 79 (s, 1H) . 
glMI(ESI-MS, m/z) : 34 1 (M + +l) 
^IM«9:N1- (1H-5-- <>gVU;M -N4-7xr;i/jfjV - 1, 4 - 



4- (iH-5-^>^'J;vr^y) (#lffl#3) 

(57mg) s 2-7iW75> (61mg) ft (1ml) fc«f»U 

O.SIMJ7MP«7j(ii/7-fe h-h SHPLCfc* DUM 

U *ft^©ft^&^fr#Iifc^I&K**^ h U £ AtK» (2ml) & 
j Q ^ N /7DP*;PA-rn7W-;i/ (3/1) *bfeo #«Ui*«R*?»»^ h 
iJ£A-C*£*U «ffT^i*S*UT7>f* (30mg) s (24 mg) T? 
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1 H — NMR (CDCls, 4 0 0MHz) : 1. 0 2 - 1. 25 (m, 4H) , 1. 
88-1. 96 (m, 2H) 3 2. 07-2. 16 (m, 2H) , 2. 45 (t 
t, J = 3. 7Hz, 10. 5Hz, 1H), 2. 75 (t, J = 7. 1Hz, 
2H), 2. 87 (t, J = 6. 8Hz, 2H), 3. 17 (tt, J = 3. 7 
Hz, 10. 5Hz, 1H), 6. 67-6. 75 (m, 2H), 7. 10-7. 
17 (m, 3H) , 7. 17-7. 25 (m, 3H) , 7. 81 (s, 1 H) , . 
M^KESI-MS, m/z) :3 3 5 (M + +1) 

1 H — NMR (CDCla, 4 0 0MHz) : 1. 5 0 - 1. 6 5 (m, 2H) , 1. 
6 5 - 1. 8 8 (m, 6H) , 2. 7 6-2. 8 8 (m, 1 H) , 2 . 97 ( s , 
4H) , 3. 4 5 - 3. 5 5 (m, 1H) , 6. 6 5 - 6. 7 0 (m, 2H) , 
7. 0 7-7. 19 (m, 6H) , 7. 7 4 (s, 1H) . 
SiMfi (ESI-MS, m/z) : 3 3 5 (M + +l) 
fl»]260:Nl- (5->fWJ;v) -N 4 -7°P hVV- 1 , 4-->^P^5- 

4- (5->T V3V VJIT^S) -l-i/Zu^VJy (W«4) (60m 
g) , 7"DtVP7^> (30m g) (1ml) fc$MU 

fe^ a-^^y-i^i^ wtfe^ «bfeo 0.5% 
fKDih^^^m^mmmm^- v u •> ( 2 m 1 ) ajn^ * p 

n*;vA-rn;v-^ (3/1) -cttifflufco h D ^ A^fg 

1U iETII^S bTT (18m g) ^ ^>>{* (22 mg) -elffeo 

'H-NMR (CDCla, 4 0 0MHz) : 0. 87 (t, J = 7 . 4Hz, 3H) , 
1. 18-1. 33 (m, 4H) , 1. 41-1. 52 (m, 2H) , 1. 94 
-2. 06 (m, 2H) , 2. 14-2. 26 (m, 2H) , 2. 44-2. 5 
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8 (m, 1H) , 2. 5 7 (t, J = 7. 5 Hz, 2 H) , 3. 3 1-3. 4 4 
(m, 1H) , 4. 0 6 -4. 2 0 (m, 1 H) , 6. 70 (d, J = 7. 6H 
z, 1H) , 7. 21 (d, J = 8. 0Hz, 1H) , 7. 38 (t, J = 7. 
8Hz, 1H) , 7. 4 4 (d, J = 6. 1Hz, 1H) , 8. 38 (d, J = 

5. 9Hz, 1H) , 9. 0 7 (s, 1H) . 
IWi(ESI-MS, m/z) :2 8 4 (M + +1) 

1 H — NMR (CDCla, 400 MHz) : 0. 86 (t, J = 7. 3 Hz, 3H) , 
1. 4 0-1. 5 0 (m, 2H) , 1. 5 0- 1. 6 0 (m, 2H) , 1. 68 
-1. 76 (m, 4H), 1. 80-1. 90 (m, 2H) , 2. 57 (t, J 
= 7. 3Hz, 2H), 2. 58-2. 68 (m, 1H) , 3. 60-3. 70 
(m, 1H) , 4. 3 3-4. 4 5 (m, 1H) , 6. 68 (d, J = 7. 8H 
z, 1H), 7. 20 (d, J = 7. 6Hz, 1H) , 7. 36 (t, J = 7. 
7Hz 3 1H), 7. 47 (d, J = 5. 8Hz, 1H), 8. 37 (d, J = 

6. 1Hz, 1H) ,9.07 (s, 1H) . 
IMItKESI-MS, m/z) : 2 8 4 (M + +l) 
HMf'J261:Nl- (2-7MDi^) -N4- ( 5 -4 U jk) -1, 

4 _ (5-^- v^yj;i/T^y) -l-S/^n^ity> (iTOiM) (60m 
g) , 2-7;i/^-D^5 L ;i/T^>^lim (50mg) %*$s>~)l< (lml) fc* 
iU ^«HI»K*{b^??t (105mg) %>Ph~3-o1}\\%-fco BJ&m&Wl%& 

ftfeg§£^ 0.5% b U 7^tnSlfo|ci«/7-fe r- h U;p-CSHf SHPLCfcJ: 

^usu jen^no-fb-^s^tf^iifciaffiStt**^ r u ^ atK« ( 2 m 
1) &jd;u ^pp*m-/p^v-;p (3/i) -ejfttbbfeo 

|tHJ9A«U MJ±Til^SSbt7>^ft (18mg) N ^>>f* (12 

Eg) Ttffeo 

1 H-NMR (CDGla, 4 0 0MH z) : 1 . 18-1. 34 (m, 4H) , 1 . 
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9 5 - 2. 0 5 (m, 2H) , 2. 16-2. 30 (m, 2H) , 2. 45-2. 
6 0 (m, 1H) , 2. 8 6 (t, J = 4. 9 Hz, 1H) , 2. 93 (t, J 
= 4. 9 Hz, 1H) , 3. 33-3. 45 (m, 1H) , 4. 07-4. 21 

(m, 1H) , 4. 4 4 (t, J = 4. 8Hz, 1H), 4. 56 (t, J = 4. 
7Hz, 1H), 6. 71 (d, J = 7. 8Hz, 1H), 7. 22 (d, J = 
8. 1Hz, 1H) , 7. 38 (t, J = 8. 0Hz, 1H) , .7. 45 (d, 
J = 6. 1Hz, 1H) , 8. 3 8 (d, J = 6. 1Hz, 1 H) , 9. 0 7 

(s, 1H) . 

wmmnm (esi-ms, m/z) -.2 8 8 (m + +d 

'H-NMR (CDCb, 4 0 0MHz) : 1. 5 0 - 1. 6 2 (m, 2H) , 1. 
6 3 - 1. 7 8 (m, 4H) , 1. 8 0- 1. 9 0 (m, 2H) , 2. 69 (t 
t, J = 3. 9Hz, 7. 8Hz, 1 H) , 2. 84 (t, J = 4. 9Hz, 1 
H), 2. 91 (t, J = 4. 7Hz, 1H), 3. 60-3. 70 (m, 1 
H), 4. 31-4. 41 (m, 1 H) , 4. 44 (t, J = 5. 0Hz, 1 
H) , 4. 56 (t, J = 5. 0Hz, 1 H) , 6. 69 (d, J = 7. 6Hz, 
1H), 7. 21 (d, J = 8. 0Hz, 1H), 7. 36 (t, J = 7. 9H 
z, 1H), 7. 46 (d, J = 6. 1Hz, 1H), 8. 38 (d, J = 6. 
1Hz, 1H) , 9. 0 7 (s, 1H) . 
!Sil##ffiI (ESI —MS, m/z) : 2 8 4 (M + +l) 

mmrnm :ni ->^p7p^-n4- (s-^v^m u;!/) -1, 4-->? 

4 _ (5-^ - l-^P^-tfV^ (*BfM) (60m 

g) s i/^n7°nt°;i/T^> (30mg) (1ml) fc*gfl¥U 

^HMtR*^^^* (105mg) SiDU^oiD^feo aJS^«^Tl8Bf 

0.5% h U 7;^o|^S*«*/7-fe b- h u;i/-esil , rsHPLCfc«t OllfiU * 

n^no^b^s^tr^iatttisijKKTksR^hu^^*** (2mi) &jn^ 

^od*k-7d;v-;v (3/1) tittibfeo WWlMMiH- b U »>A 
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-£f£'JtU aETSI^SbT7>fft (llmg) N -y>l* (12 mg) Tl#feo 

'H-NMR (CDCL, 4 0 0MHz) :-0. 16 0. 09 (m, 2H) , 

-0. 0 4-0. 2 0 (m, 2H) , 0. 7 5- 0. 9 3 (m, 4H)', 1. 5 
8-1. 72 (m, 3H), 1. 75-1. 85 (m, 2H) 5 2. 16-2. 
27 (m, 1H) , 2. 8 7-3. 0 3 (m, 1H) , 3. 6 0-3. 8 5 (m, 
1H) , 6. 29 (d, J = 7. 6Hz, 1H), 6. 79 (d, J = 8 . 1H 
z, 1H), 7. 00 (t , J = 8. 0Hz, 1H), 7. 02 (d, J = 6. 
OHz, 1H), 7. 96 (d, J = 6 . 1Hz, 1 H) , 8. 65 (s, 1 
H) . 

WMfrtitm (E S I -MS, m/z) : 2 8 2 (M + +l) 

'H-NMR (CDCls, 4 0 0MHz) :-0. 0 4-0. 0 2 (m, 2H) , 0. 
0 7-0. 13 (m, 2H) , 0. 9 0- 1. 5 8 (m, 8H) , 1 . 68-1. 
78 (m, 1H) , 2. 48 (t t, J = 3. 9Hz, 7. 8Hz, 1H), 3. 
2 8-3. 4 0 (m, 1 H) , 3. 95-4. 13 (m, 1 H) , 6. 39 (d, 
J=7. 6Hz, 1H), 6. 89 (d, J = 8. 8Hz, 1H), 7. 06 
(t, J = 8. OHz, 1H), 7. 16 (t, J = 6. 1Hz, 1H), 8. 
08 (d, J=5. 8Hz, 1H), 8. 76(s, 1H). 
M^fHS (E S I -MS, m/z) :2 8 2 (M + +1) 
«ff']263 : N 1 - ( 5 -A )V) -N 4 - 7 x 1 , 4-->fr 

4- U;i/T^) - l-i/tu^**)-; > (#|»4) (60m 

g) N 2-7x-;i/xW;> (61mg) (1ml) C*»U 

MurBmmTkmih^^m uo5mg) &'j>b^an>tfeo Kmm^^mw^m 

o.5u u y^tiwwi*mm/r* h - h 'J^T-Jglfll-^HPLC^J; dms 
U ^ti^noib^rti^^^Iitliti^^Jc^^ h u ^ AtK^M (2ml) § 
in^s ^dp^1/A-7d;v-;i/ (3/1) fiffibfeo «Ji£«M^h 



WO 01/56988 



234 



PCT/JPOl/00721 



U^ATr»U «J±T«£^SbT7>3H* (24mg) , (11 mg) T* 

'H-NMR (CDCla, 4 0 OMHz) : 1. 15-1. 30 (m, 4H) , 1 . 

92-2. 03 (m, 2H) , 2. 12-2. 25 (m, 2H) , 2. 45-2. 

55 (m, 1H) , 2. 76 (t, J = 7. 1Hz, 2H) , 2. 88 (t, J 

= 7. 1Hz, 2H) , 3. 29-3. 42 (m, 1H), 4. 05-4. 18 
(m, 1H) , 6. 69 (d, J = 7. 6Hz, 1H) , 7. 12-7. 26 
(m, 6H), 7. 37 (d, J = 7. 9Hz, 1H) , 7. 43 (t, J = 6. 

1Hz, 1H), 8. 37 (d, J = 6. 1Hz, 1 H) , 9. 06 (s, 1 

H) . 

HM##T#r (ESI -MS, m/z) : 3 4 6 (M + +l) 

1 H-NMR (CDCh, 4 0 0MHz) : 1. 4 6 - 1. 5 8 (m 3 2H) , 1. 
64- 1. 7 4 (m, 4H) , 1. 7 6 - 1. 8 6 (m, 2H) , 2. 65 (tt, 
J = 3. 7Hz, 8. 1Hz, 1H), 2. 76 (tt, J = 6. 8Hz 3 7. 
3Hz, 2H), 2. 86 (tt, J = 6. 8Hz, 7. 1Hz, 2H), 3. 
60-3. 70 (m, 1H), 4. 28-4. 42 (m, 1H) , 6. 69 (d, 
J = 7. 6Hz, 1H) , 7. 10-7. 26 (m, 6H), 7. 37 (t, J 
= 7. 9Hz, 1H), 7. 46 (d, J = 6. 1Hz, 1H), 8. 38 (d, 
J = 6. 1Hz, 1H) , 9. 0 7 (s, 1H) . 
SMM(ESI-MS, m/z) : 3 4 6 (M + +l) 
gj«4:Ml- (lH-5-4>yyu;i/) -N 4 -4 V 7°P bVV- 1 , 4 — > 

4- (lH-5-^>^U;VT^) -l-S/^D'vSMJV^ (^^3) 
(57mg) s 2 -?-t7x>x^r^ > (64mg) (1ml) (I 

fc#U gffi^Hfl5K*5*fb#£* (105mg) ^^b^oin^feo MJ«1^£ 

5>tife^^^ 0.5% h u 7;i/^D« 7 J<»/r-fe h- h u;i/7f mmtmvmz 
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£Di!MU 7>^{& (21mg) s (14 mg) £#fco 

Il^WKESI-MS, m/z) :2 7 3 (M + +1) 
(>>Xfc) 

nfttirtM. (E S I -MS, m/z) : 2 7 3 (M + +l) 

^»!1265:N1- ( 1 H- 5 -4 >ffVU )V) -N 4 ->f V 1 , 4-->^ 

4- (lH-5-^>^V;VT^) -1— >?P^*ity> (*IH<fc3) 

(57m g) > >ry^f-^T^> (37mg) (imi) izmmv, g 

^Hff@g7j<^'fb^^^ (105mg) £'J>L-3oSn;Lfeo &J»£«^."el8H$ 

0.5% h 'J7j^ni«i/rt h= h »;;i/-ejgiB-rsHPLCt«t Dtsu 

Tl/ffo (8m g) > ^>ffc (6mg) £#fco 

(r>^-f*) 

RM##t1® (ESI -MS, m/z) :287 (M + +l) 

gIMKESI-MS, m/z) :2 8 7 (M + +1) 

«ffil266 ill - x^-N4- ( lH-5-^ >#VU;M -1, 4-->^P^ 

4- ( 1H- >^iJJl/7^) - l-S/^P'vfrlJV > (Ft»BB#3) 
(57m g) > (23m g) (1ml) fc»»U 

HMbklitW^* (105mg) ft'J>btJoliD^feo Kra^t)^^«18^p B 1M 

0.5% h U 7;V^-Dl»J<«/r-te h- h U;i/T?SS-rSHPLCfc «t t)»SSU T 
>3Hfc (lOmg) s *yy{* (10 mg) £#feo 
(yy=f-m 

Ii^fi(ESI-MS, m/z) :2 5 9 (M + +1) 

(>yym 

SCS^frfil (E S I -MS, m/z) :2 5 9 (M + +1) 
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4- (lH-5-^>^'J;V7^y) - l->>^P-\^t>V> (#H§#3) 
(57m g) N T^JlT^y (44m g) %*$J-)l> (1ml) fc$g#U 
HMIft^^ (105mg) ^^t^o^n^feo Sii&rg-nt)^^^18^P« 

o.5% b u 7jwnii*it/7^ h - h ij;veM^-r^HPLCfcct d»»u r 

>^f$ (10mg) s (10 mg) £#feo 

(T>5H£) 

HM#M (ES I -MS, m/z) : 3 0 1 (M + + 1) 
(>>><*) 

ftM#« (ESI -MS, m/z) : 301 (M + + 1) 

HM268:N1- ( 1H- 5 >VJVK) -N4-^>^;i/-l, 4-->^P 

4- (lH-5--f>^U;i/T^) -l-S^P^-tfV^ (^#3) 
(57mg) N N-7i-;Hfl/>^75> (68mg) (1ml) 
CttU iStHM«^<7l (105mg) ^^b^ojD^feo M^I^t) 

(CtDMMb, T>^f* (51mg) > i/>f* (45 mg) 
(T>^#:) 

(ESI-MS, m/z) : 3 5 0 (M + +l) 

SI^i(ESI-MS, m/z) :3 5 0 (M + +1) 
mmmm :N-(5-^ U;i/)-N-[l-(4-p<^-;i/^>^-;i/)-3-b^U^;i/lT^> 
3-tFD^>M'J^> (lg) 'J £ A (2. 7 6g) £$KzkN 

N-^^fM^ATU' (10ml) U§ffU ?iAl-ypt-4-^f 
(1. 6 5g) *iST?ITlfeo S^mt^StU-el8BtP^jft#bfe 
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ZOtipmifrt h 'JiW^> (2.01g) *3-))sWfc*yr 4 K (10. 

2ml) fc$g#U T;Io>#H^Tn Sfit£«' hU/^T^^^If* 

(2.78g) ^jn^feo sjsss-&«i*sfi-ci8«F^»i$Lfc^ tmmomi-v 

^©4T«(760mg)h5 -T^y-f V^y; > (473mg) £x f-^-^A^h 
7>f y/D$» l*(3.8Bl)fc*jffUSST!«#bfco 18Bf«, £©SJ«?t 
t^^^-;i/(3.8Bl)i:**fl3*'>*^hUe7A (77.6mg) £in;tig#Lfco 1 

8^fis astcsix^ji/ (4 omi) ^m^rmRhtzm, 'j>m<D&%m%. 
•fcftk/* $ ; -Kumrn-r % u ^ a ^ n v h ? 4 -t «t t) 

Us ^m-fb-^t)^17.4mg, lRafsi.36%7?^fco 

'H-NMR (CDCh, 400 MHz) : 0. 91 (dd, J = 2. 0, 6. 6H 
z, 6H) , 1. 2 2 - 1 . 2 8 (m, 2H) , 1. 4 8-1. 61 (m, 4 
H), 1. 73-1. 78 (m, 2H), 2. 29-2. 41 (m, 4H) , 2. 
47-2. 59 (m, 1 H) , 2. 66-2. 75 (m, 1H), 3. 74-3. 
84 (m, 1H) , 6. 77 (d, J = 7. 6 Hz, 1 H) , 7. 5 (d, J = 
6. 6Hz, 1H) , 7. 27 (s, 1 H) , 7. 44 (t , J = 7 . 8Hz, 
1H), 7. 57 (d, J=5. 9Hz, 1H), 8. 45 (d, J = 6. 1H 
z, 1 H) . 

fIMi(ESI-MS, m/z) : 312 (M + +l) 

mmmziQ n-(ih-s-^ >^;'jM-N-[i-u-^fM>^i/)-3-K^u 2Mz 

tu7Ztibfe4'P«(760mg)J:5-7'^/'f >^V*-;i> (43 7mg) £ N 
At h7^fV7n^> K(3.8Bl)fc*JSPbSM-ca#bfco 18 818^ r©S 
^jtfc^^^-^(3.8ml)t7j<^b^^^hUe7A (77.6mg) &;te»L 
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IU HH{b£rtJ£8. Omg N WO. 5 3WL 
1 H — NMR (CDCla, 400 MHz) :0. 88 (d, J = 6. 6Hz, 6H), 
1 . 14-1. 20 (m,2H) , 1 . 4 5 - 1. 5 9 (m, 1H) , 1 . 72-1. 8 
3 (m, 2H) , 2 . 2 7- 2. 3 5 (m, 4H) , 2 . 4 5 - 2. 5 5 (m, 1H) , 2 . 
7 2 - 2. 8 2 (m, 1H) , 3. 5 4-3. 6 6 (m, 1H) , 6. 82-6. 8 
5 (m, 2H) , 7. 2 8-7. 3 0 (m, 1 H) , 7. 87 (s, 1H) . 

nmm (esi-ms, m/z) : 30 1 (m + +d 

mmrnm .- n-oh-s-^ u;i/)-N-ri-(4-^;i/^>^;M-4-t^u 22klz 

^ > 

4-fc^U F>m«-7Kfnt) (7 6 8mg) ££tmi££U^A (1.3 8 
g) ^ttN, N-^^fMM7U* (10ml) fc»U 
D^-4-^^;i/^>^> ( 6 0 3mg) IMtlTUco SJSS^*SM"C 

C^^-ffc (7 6 6mg) ^f^-i)Arh7-fV7P^^ K(3.8ml)fc« 
U 5-^7-O^V-^ (44 5mg) £Ks ^T»tfeo 18«s 
i©H«^tp<^^-;b(3.8ml)J:7j<:^b^'>m^h U^A (7 9 mg) 
»bfeo SJiS«[fcff»x^;i/ (4 0ml) »X.T«lLfciK 'J> 

»07jc^SD^.T^W^U £ft£»£ETiS3iiLfco mt>tifzMm±, MET"?' 

-tCtDUfglU »^i^2 0 0mgs HX* 1 3 . 3%Tl#fco 
'H-NMR (CDCh, 400MHz) :0. 89 (d, J=6. 6Hz, 6H) , 
1. 15-1. 26 (m, 2H) , 1. 49-1. 59 (m, 5H) , 2. 07 
-2. 2 3 (m, 1H), 2. 35-2. 39 (m, 2H) , 2. 90-3. 0 
0 (m, 2H) , 3. 2 9- 3. 3 8 (m, 1H) , 6. 8 0 - 6. 8 2 (m, 
2H) , 7. 2 6 (s, 1H) , 7. 8 8 (s, 1H) . 

(ESI-MS, m/z) : 301 (M + +l) ,2 9 9 (M + -l) 
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3-k Kn^>b°^U^> (lg) fciVMbbU^A (2.76 g) %T*:Y=-Y 
U;i/(10ml) t»jS?U r 'J7Mp^> (1, 

zcD^mfctYv^f-frT^y (i.78g) ^m^^^-jixjvt^v-A y* (7.5 

5ml) t«»U T;i/=i->#HMTs Sfit'HijKi ■ h^W^^ift 

(2.45g) ^Jn^/feo SM^ti§MrU-ei8S#p H iii#bfef^ fiS^Kzk^^h 

dCD^UBft (8 0 Omg) t5-TKSJyW-)V (4 0 3mg) 3^ 
^Axh^VZ/D^^K (3. 2g) tSilgM#lfeo 18ftffl& 
z<DKfcmL£&m0**S-fr£&Xfc***1-YV*7& (7 1mg) £;!jn;L 
JKftbfco 18B#p B ^s SJte*t»»xf-;v (4 0ml) *in*.T#Kbfc&, 4> 

-fcX^mmU Mfb^S12 5mgs »3. 8 3%tffeo 
'H-NMR (CDCh, 4 0 0MHz) : 1. 5 6 - 1. 5 8 (m, 1H) , 1. 
70-1. 78 (m, 5H) , 2. 09-2. 21 (m, 2H) , 2. 37-2. 
42 (m, 5H) , 2. 7 0 -2. 8 0 (m, 1H) , 3. 5 4-3. 6 4 (m, 
1H) , 6. 8 1- 6. 8 5 (m, 2H) , 7. 2 9-7. 3 2 (m, 1H) , 
7. 8 8 (s, 1 H) . 

WMftffim (ESI-MS, m/z) : 3 2 7 (M + +l) ,3 2 5 (M + -l) 
IWJ273 : N-(5--f U ;i/)-N-[l-(4,4,4- h U 7;i/^D 7^;i/)-3-b°-^ U ^ 

MZJL> 

lifiEbfe^Kfr (8 0 Omg) i:5-7U^V^'J> (4 3 3mg) <^ 
^-<>Arh7>f V7P^>1« (3. 2g) H*»bSfi-ClK#Lfco 1 8B# 
^ ^©MJi&^t^M^^^y-^^TK^b^^m^hU^A (71mg) 
%JPx» s bfc 0 18Hifim fiJfS«fc»Kx^;i/ (4 0ml) £«T#JRbfc 
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'H-NMR (CDCla, 4 0 0MHz) : 1. 6 0- 1. 8 3 (m, 8H) , 2. 
42-2. 52 (m 3 2H) 3 3. 75-3. 84 (m, 1H) 3 4. 85-5. 
00 (m, 1H) 3 6. 76-6. 78 (d, J = 7. 6Hz, 1H) 5 7. 2 
8 (d 3 J = 8. 0Hz 3 1H) 3 7. 45 (t, J = 7. 8Hz, 1H), 7. 
52 (d, J = 6. 1Hz, 1H) , 8. 4 6 (d, J = 6. 1Hz, 1H). 
WAfrffim (ESI -MS, m/z) : 3 3 8 (M + +l) , 3 3 6 (M + -l) 

mmimu : n-qh-5-^ u;p)-n-( w y^>5f-;t/-3-t°^u > 
3-t Fn^i/tr^y^> (ig) ^J:TO^';e?A (2.76g) h-h 

U;i/ (1 0ml) CS«U %Z~sl->7nt2-3-*?)l>7#> (1. 07 

h U^JVTH; > (1.78g) ^VTJV^IM h* (7.5 

5ml) icJgiU r;^>JKffl^Ts ^T?HI?«lt- MM^T*>0g#; 

(2.45g) %M?Lfzo Bu&m&®}%&m.'ci8mmmnistz&, &m$m&mi-h 

U^A7K«(7.55ml) £Ms ^DD*M«bfeo «jS^»»^ 

CKD^P^ ( 7 7 5mg) t5-T^J4>W-)l (4 8 2mg) £ s 
-^A^h^-f V7"D^F (3. 8g) tiiUgST*bfeo 18« 

z.<D&mm\z>pm(D*$ ;~)\<h7mih*t>mi-Y u^a (8 5mg) ^an* 

Wbfco «im (4 0ml) £#n£T«!bfef£s 'J> 

-fcj; Dff^b, §tH{b£rt)£ 105mg^ W3. 6 7%T*t#fe 0 
'H-NMR (CDCla, 400MHz) :0. 89-0. 91 (m, 6H) 3 1. 
3 5-1. 41 (m, 3H) , 1. 5 4- 1. 7 6 (m, 6H) , 2. 32-2. 
37 (m, 3H) , 2. 4 5 -2. 5 0 (m, 1H) , 3. 5 5- 3. 6 3 (m, 
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1H) 6. 8 2 - 6. 9 7 (m, 2H) , 7. 2 8- 7. 3 2 (m, 1H) , 7. 
8 7 - 7. 8 8 (m, 1 H) . 

IMff (ESI-MS, m/z) :2 7 8 (M + +1) 
H»!1275 : N-(l — f V^>^;V-3-b'^U ^;i/)-N-(5-^f V*J U;i/)T^ > 
WiMVtctyffiifc (7 7 5mg) ^5-T^y^V^y;> (5 2 3mg) 

^->)at^yv7p^>f (3. 8g) izmmb^u^mwbtco ism 
na&> z<Dm^m\z>pm(D*# ;~-)it7mikt^mi-Y u^a (8 5mg) 

^n^lt#bfeo (4 0ml) ^m^XmUhtc 

\j9 p p a/^ ^y-Ji/Tllflts^^^^^A^nvf ^ 
77^-(:if)iiU »^14 5mg, l$4. 8 7%TM#feo 
1 H — NMR (CDCla, 400 MHz) :0. 94 (dd, J = 4. 6, 6. 6H 
z, 6 H) 3 1 . 3 9 - 1. 4 5 (m, 2H) , 1 . 51-1. 73 (m, 6 
H) , 2. 3 6- 2. 7 0 (m, 5H) , 4. 21 (m, 1H) , 6. 94-6. 
98 (m, 1H) , 7. 2 5- 7. 2 7 (m, 1 H) , 7. 3 8-7. 4 6 (m, 
1H) 3 7. 52-7. 58 (m, 1 H) , 8. 44-8. 50 (m, 1H), 
9. 13-9. 18 (m, 1H) . 
liMi(ESI-MS, m/z) : 2 9 7 (M + +l) 

wmm : !HH S 2±Z u;i^)-N-[i-(2,4,6- h u 7;^p^>-^>)-3-h.^'; 

3-t KP^>t:^U^> (lg) ^.ttfftttAU^A (2.76g) ^T-feh^h 
>j;v (10ml) tiiU %z.^2, 4, 6-F'j7MD'<>^l/7*D7^ 
K (2. 2 5g) IgfitiTbfe. M^^*^MT?18I^^Birfufe0t,s 

£0#Hg#:fc h 'Jx^l/7^> (1.78g) teffifcytfJlZJlftZ-Vj f (7.5 

5ml) fc&fliu r;bp">#ffl^ S^Hiftii.- MM^i^ >§gf* 
(2.45g) ^^^feo Sra^§^T18B#f H 1»bfe^ IS#nMt7j<m^h 

u<7A7«rt(7.55mi) %jjn>u ^ p p^AT^mbfeo mmm^M^mm^ 
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Z(Dtipmfa ( 7 6 6mg) fc^-^A? 1 r^>f V:/P#:¥$/ F(2. 3 g)fc 
h-TXMV*J (3 0 4mg) S^Wlfeo 18 

m?m&, z(DBLmmmz*# j~m 2 . smi)^*^*-^*^ v u t> a (50 

mg) Sio^#bfco WTOs (4 0ml) £fln*T^ 

1 H — NMR (CDCh, 4 0 0MHz) : 1. 5 2- 1. 8 0 (m, 6H) , 2. 
61-2. 71 (m, 2H) , 3. 68 (s, 2H) , 3. 7 6-3. 8 4 (m, 
1H) , 5. 0 6-5. 19 (m, 1H) , 6. 6 3 -6. 7 2 (m, 3H) , 
7. 24 (s, 1H) , 7. 42 (t, J = 7. 8Hz, 1H) , 7. 52-7. 
53 (d, J = 6. OHz, 1H) , 8. 47 (d, J = 6. OHz, 1H). 
KMfrffilM (E S I -MS, m/z) : 3 7 2 (M + + 1) ,3 7 0 (M + - 1 ) 
g^M277 : N-(lH-5--f >PV Q;V)-N-[l-(2-^^;P^;i/)-3-h°^U VJklLl 

y_ 

3-h^n^>^'J$;> (lg) £<fctJM#U>>A (2.76g) ^T-bh-h 
(10ml) fc&fl¥U ^CAi-7nn-3-^^l/7^> (1.07 
g) ^StlTbfeo S«^tl§S^18lf$P^Wbfe0%s -fe^ hM3i 

ZCDfpmfot h 'JxW^ > (1.78g) m^^^M^^F (7.5 
5ml) £&jgU T;i/^>»HMTs hU^^T^>fl#: 

(2.45g) %mz.tzo BLim&®*&U'eimm&nist£&. mm^m^^v 

U^A7ic^(7.55ml) Z P o^;VAl!fliimbfeo WMM7KM^ 

C2©iM# ( 723mg) ^5-7^^^-^ (450mg) 
Ar h v^f V7Wft$ri/ K (3. 6g) CiibI?g«bfeo 18IP* Z 

(Dfcmmmz ; j>A(D* $ ;-)\st7kmik*omi- v u a (8 omg) ^in^.» 

bfeo 18^«s (4 0ml) £in&T#!Rbfe^ 'J>*0 
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X^mmU «^IS16 2mg, |$5. 6 6%TWco 
] H-NMR (CDCla, 4 0 0MHz) : 0. 8 6 - 0. 9 2 (m, 6 H) , 1. 
0 4-1. 17 (m, 1H) , 1. 3 7- 1. 6 5 (m, 7H) , 2. 01-2. 
7 1 (m, 1H) , 2. 12-2. 19 (m, 1H) , 2. 3 0-2. 4 0 (m, 
2H) , 2. 5 0 - 2. 6 6 (m, 1 H) , 3. 5 5-3. 6 4 (m, 1 H) , 
6. 83 (s, 1H) , 6. 84 (d, J = 5. 1Hz, 1H) , 7. 30 (d, 
J = 9. 3Hz, 1H) , 7. 87 (s, 1H) . 

KMftmm (ESI -MS, m/z) : 2 8 7 (M + +l) , 2 8 5 (M + -l) 
glMJ278 : N-(5->f VjM U;V)-N-[l-(2-^^;i/7^;i/)-3-b°^U > 
3-t Kn^>t o ^0^> (lg) ^^t/'M^U^A (2.76g) ^T-teh-h 
(1 0ml) fcfcJBU ^^l-^DP-3-^f;^> (1.0 7 

zo^Rfltti: h u^^;vt^> (i.78g) *JR*y^^-^;i/*^-fK (7.5 

5ml) «j$U 7;i/3">IHi^ SfiTfHKfllttjt - r IM^KPS 

(2.45 g) M££o SCT^rtJ^SMTi8i^p H m#bfe^ |gffi^7X*7"h 
U£Azki&«E(7.55ml) £iP;ts ^DD^AtitBlfeo lll^aMt 

( 7 23mg) 5-T^y-f V*J V> (4 8 7mg) ^ 
«>Arb7'fV7D^>)< ( 3 . 6g) bfeo 1 8 EMfJK 

COSJfe^ftfc^MO^^^-^fczk^^^jR^hU^A (80mg) 
ffbfeo 18l»&, MiM»l£;c?-;i, (4 0ml) &Jn*.T#RUfc«s 4>* 

'H-NMR (CDCla, 4 0 0MHz) : 0. 9 1-0. 9 8 (m, 6H) N 1. 
14-1. 26 (m, 8 H) , 2 . 0 6 -2. 2 5 (m, 2 H) , 2 . 57-2. 
65 (m, 2H) , 3. 77-3. 85 (m, 1 H) , 6. 77 (d, J = 7 . 
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6 Hz, 1H) , 7. 28 (d, J = 8. 0Hz, i H) , 7. 4 5 (t, J = 
7. 8 Hz, 1H) , 7. 53 (d, J = 6. 1Hz, 1H) , 8. 46 (d, 
J = 6. 1Hz, 1H) , 9. 14 (s, 1H) . 

nmjrm (ESI-MS, m/z) : 2 9 8 (M + +l) ,2 9 6 (M + -l) 

mnmm - n-uh-5-^ >^v;;i/)-n-(w v^>^;w4-b°^u 22klZ-k> 

F>iM^-7k» (7 6 8mg) :feJ;V#S*y*A (1. 38 
g) N-^^fMJI/A7U* (10ml) ti§»Ls %Z.-^l->7 

DD-4-^W^> (5 3 3mg) SiMTbfeo SJS«£^"£18 

dO^BBftd. 2 5 g) ^f-^-^A? h^-f vrn^i/ h* (6. 2 5 
g) fciSJBU (6 6 6mg) £flP;L. ^U^Wbfeo 

18I^Mfts <ro««{-^^^-;K3.8ml)^7jc*fb^'>^^h U^A (95 
mg) ftilPit»i*bfeo 18R#[ffl^ (4 0ml) 

1 H — NMR (CDCh, 400 MHz) : 0. 91 (d, J = 6. 6Hz, 6H), 
1. 3 8 - 1. 6 3 (m, 5H) , 2. 10-2. 17 (m, 4H) , 2. 3 5 
-2. 39 (m, 2H) , 2. 89-2. 95 (m, 2H), 3. 26-3. 3 
6 (m, 1H) , 6. 7 9 - 6. 8 2 (m, 2H) , 7. 29 (d, J = 8. 5 
Hz, 1H) ,7.88 (d, J=l. 0Hz, 1H) . 
Wmmm (ESI-MS, m/z) :287 (M + +l) ,2 8 5 (M + -l) 

mmmzso .• n-ms-j >vv u ;i/)dHi-(2-^;i/7^;w-4-h°^u ^klxi 

4-t.^U 1* >£Kffi-*5ftI*l ( 7 6 8mg) ££1^1^ U£ A (l. 3 8 
g) SMtRN, N-W^*M?5 h* (1 0ml) fcgtfffU ^^aI-^ 
DD-2-^i^> ( 5 3 3mg) ^ifitaTbfeo £Jfe$&*&gffi*Cl8 
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z<D*m& (1. 0 0g) At- YyJ V7D» F (5g) 

JSfU 5-7^^>^;-;M6 6 6mg)^D^ IKilbfeo 181$ 

mm, z(DRmmLfc**;-M3-8*i)£&*to*$&+hv&& osmg) 

»^Wbfeo 18Hfim KJfettfcMte:^ (4 0ml) §JP^.T«bfe 

1 H -NMR (CDCls, 4 0 0MHz) : 0. 84 (m, 6H) , 1. 04-1. 
14 (m, 1H), 1. 4 0-1. 61 (m, 4H) , 2. 01-2. 11 (m, 
6H) 3 2. 8 1 - 2. 8 6 (m, 2H) , 3. 2 8 -3. 3 3 (m, 1H) , 
6. 8 0 -6. 8 2 (m, 2H), 7. 2 9 (d, J = 8. 5Hz, 1H), 7. 
8 8 (s, 1 H) . 

J»#*HB (ESI -MS, m/z) : 2 8 7 (M + +l) ,2 8 5 (M + -l) 
gMMgji : N-(iH-5->f u;i/)-N-[i-(2-^;i^>^;v)-3-h°^,u ^jklZ 

^ > 

3-t pP^^iJSJ> (lg) ££TOi^U^A (2.76g) £:r-teb-h 
U;P (1 0ml) tiHU ^^Al-^pp-2-^fM^> (1.21 
g) tlfitlTbfe. SJ©S-&«ftSfi^l8I^M«flibfc©fts -fe^-f hffl 

i©*BBfri: h 'J^;V7^> (1.78g) MTk^^X^^-f K (7.5 
5ml) IzmmU TJl^ymmM'V, SStHltti- H^^T^fgffc 
(2.45 g) *Jn^feo MJSSM^tl^^T-18©P«#bfe^ IS«^tK*^ h 
U^A7K»(7.55ml) £Jn;^ ^DD^Afittibfco «Jf£»M^ 

£©4<im (1. 0g) £;5-7^^>#V-;P ( 5 7 5 mg) £ s 
^Arh7-^V7D^i/F (5. Og) fc$gjBLgMt?lB#bfco 1 8 mm&« 
Z(D&J&mLK'J>m<D*#;-))/t*mfc**m±hV$2* (128mg) » 
X.fff$bfco 18B#fM, (4 0ml) £Jn>tT#&bfe&, 
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1 H — NMR (CDGla, 400 MHz) : 0. 03-0. 93 (m, 6H), 1. 
0 4- 1. 0 8 (m, 1 H) s 1. 19-1. 42 (m, 4H) , 2. 01-2. 
17 (m, 2H) , 2. 3 7 - 2. 6 0 (m, 3H) , 3. 5 6 -3. 6 3 (m, 
1H), 6. 82-6. 84 (m, 2 H) 3 7. 29 (d, J = 9. 5, 1H), 
7. 8 7 (s, 1 H) . 

MAfrffim (E S I -MS, m/z) :30 1 (M + +l) 

««2 : N-(lH-5-^ >ffV U;M-N-fl-(2,4,6- h »J 7;M-p^>*W-3-t^ 

3-bh*n^i/^'J^> (130mg) $J:?>'»^A (659mg) *7-feh- 
h U;i/ (5ml) t||L^ ^d^2, 4, 6 - b U ^MPO^nv^ h* 
(290mg) SMT"ITbfeo ^?I^^^18^PM^bfe©^ -fer^ 

Z(Dfpmfo£ h y (275mg) £«^^;i^;i/^i7M K (1.7 

3ml) fc«U 7;^>#IMT> SfitfHgHbfiftlt ■ bUp<^;i/T^>m 
(379mg) »>cfeo ix«^tl^^«18^P^a#Ufe^ fiSffl#Ibdc^ r 
ue?A7j<«^JP^s ^nn^l/A-eHUmbfec «jB^«fM^ h U ^A-e 

^ffl^^ (290mg) Sf-^-^A^ Vy'nif^y p( 1 . 4 5g)ti 
jWU 5-F$>>-f >*V-;i/ (121mg) gfiT?Jt#bfco 1 8 B# 

W&s iOKJB**K:^^>''-^fc**ft*^*^h , J , >^ (2 1mg) §;&n£ 

X H-NMR (CDCls, 4 0 0MHz) : 1. 5 7 - 1. 7 4 (m, 5H) , 2. 
4 5 (m, 3H) , 2. 7 4-2. 7 7 (m, 1 H) , 3. 5 9 -3. 6 5 (m, 
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3H) , 6. 6 1-6. 6 9 (m, 2H) , 6. 8 0 - 6. 8 3 (m, 2H) , 
7. 2 7 - 7. 3 0 (m, 1H) , 7. 8 6 (s, 1H) . 
SMIJtKESI-MS, m/z) :36 1(M + +1) 

mmmm n-qh-5-y >#yj;v)-iHi-(2,4,6-h u yMu^yyivVA-v^ 

4-t°^>J K>^ffi-7kffltl (198mg) *J;t5iailAUe?A (659mg) * 
T-feh-hU;b (5ml) fc$gfl?U ^-^2, 4, 6 - b 'j7MD^>^vy 
dy^ K (290mg) SifMTbfeo S^I^tJ^^U^18B§P B 1Wbfe0^s 

3©^r«^ h U^;i^> (275mg) ?-;i/;*;i>**iM P d-7 

3mi) izmmu Tjvzjomm^T, mu-e=mmn- vv*?ft7 5>>mfa 

(379mg) ^iPxfeo Sji&^t/^^T-lSl^^Wb^ Mn«7K^^"h 
^0*^ ( 2 9 2mg) h^-f V7°Ptf^> K( 1 . 4 5 g) 

£«u >^v-;i/ (I28mg) ^^nx.s g$&T?i&#bfco 1 

8B$H^ C10S^mt^^^^-^^7jc^b*^^^h U->A (2 3mg) & 

fib, 1 5mg, »4 6. 2%^#fe Q 

'H-NMR (CDCh, 4 0 0MHz) : 1. 4 3 - 1. 6 2 (m, 2 H) , 2. 
07-2. 11 (m, 2H) , 2. 24-2. 30 (m, 2H), 2. 91-2. 
94 (m, 2H) , 3. 21-3. 29 (m, 1 H) , 6. 6 5 - 6. 7 2 (m, 
2H) , 6. 7 7-6. 81 (m 3 2H) , 7. 2 8 - 7. 3 0 (m, 1 H) , 
7. 8 6 (s 3 1 H) . 

WMfrmU (ESI -MS, m/z) : 36 1 (M + + 1 ) 

mmmm ; n-(ih-5--^ >^vu;M-N-(i-^;v-4-t°^u^):^ > 

1 -*^)\s-4 -t°^U K> (3 0 Omg) At 1 r V^ntf* 
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5g)(:«U 5-7U^>^;-JP (2 8 2mg) %MtL, 
(5 0mg) ^inx.W-bfeo 18B3f^ B.Bm£.WMx-?)]/%ta%.T%%lLfc 

J H-NMR (CDCla, 4 0 0MHz) : 1. 4 7 - 1. 5 7 (m, 2H) , 2. 
10-2. 18 (m, 4H) , 2. 30 (s, 3H) , 2. 83-2. 86 (m, 
2H), 3. 28-3. 33 (m, 1H) , 6. 80-6. 82 (m, 2H), 
7. 2 8-7. 3 1 (m, 1H) , 7. 88 (s, 1 H) . 
HI^tHKESI-MS, m/z) :2 3 0 (M + +1) 

: N-(lH-5-^ >gV U;i/)-N- (1-7*0 fcVV-3-fc:^U g2k) 3* S > 
3-hFD^>^^> (l.OOg) *J:r5JSK*U»>A (2.76 g) £T-fc h 
-h Vfr (10ml) izmmU %Z^3-7u^7£U*> ( 1 . 23g) 

stiTbfec Mj*^^tl : fe^«l8Btm#bfe©t)^ -fe^-f h»££t«i 

zcD^mfoth v^3-^y^> (i.78g) s^s^^k*;^*-^ k (7.5 

(2.45g) »^fe 0 s^^*^M*ci8ir§FSii#bfe^ mmwmi-v 
ue7A*^s«ftjpitN ^DP^MT»iiibfeo ^iJf£«M^ h u ^a-c 

CCDtfP^h 5 -T^y-T (2 0 0mg) £s ^-^A^h^-Y 

v^djk^f (i. og) c»bg^ji#bfec ismmm, ^om^mm 

iz^mcDt* J-)\sh7mik*^Mi-YV^k (lOOmg) £iP;LJf#b;feo 
18raHs HJ««ilx^;i, (4 0ml) enittflfei, >J>*<D7k%M 

d a/^ * y -;i/tf®gi-r s ^>j*w5A^PYb^7^-iaf)i 

1U m.Mib&m% 1 0 Omgs JR*3. 8 7°/o«o 

'H-NMR (GDCla, 4 0 0MHz) : 0. 90 (t, J = 7. 6Hz 5 3H) , 
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1 . 5 1-2. 07 (m 3 4 H) , 2 . 07-2. 21 (in, 4 H) , 2 . 36 
-2. 40 (m, 2H) , 2. 9 6 - 2. 9 9 (m, 2H) , 3. 29-3. 3 
6 (m, 1H) , 6. 75-6. 81 (m, 2H), 7. 25 (d, J=l 2. 
0Hz, 1H) , 7. 88 (s, 1H). 

nmmm (esi-ms, m/z) : 259 (m + +d 

Hl^!)286 : N-(lH-5-Y >ffV U;i/)-N-(l-7°P h°;i/-4-fc°^ U ¥M? ^ > 

4 - tr^U h* >M^-7k» ( 1 . 53g) ^it5^A U A ( 2 . 7 6 
g) £«N, N-^^MJl/A7U*fcl»U ^d^l -^P^t/P/V^ 
(1. 29g) ^SIKiTbfeo SiS^M^^UT18^»bfef^ «^ 

Z(D$m<t(l. 0 3g) St^-^A^ V7°V^**y K (5. 5g) 
5-7^^>^V-;i/(971mg) ^P^, SM-CJKj^tfeo 1 
81$^ Z(DKfommz*# ;-)]/t7mfc*t?mj-Y U^A (2 7 6mg) 
^JP^.Jf#bfeo 18B#IH&, £JSM»i^;i, (4 0ml) ^^P^T«bfe 
^M©7J<§JP^TMM^U cn&«J±Tltilbfeo fl^fe£«ii M 
ffifeitfg b ^ p p a/p< # y -;i/-ejH58T s ^'JAm7AyDY^ 

77^-(at)iiu mmh&M%i. 3 gs wso. 3%-ci#fe 0 

'H-NMR (CDCla, 400 MHz) :0. 91 (t, J=7. 3Hz, 3H), 
1. 4 8 - 1. 5 9 (m, 4H) , 2. 10-2. 18 (m, 4H) , 2. 3 3 
-2. 37 (m, 2H) , 2. 9 2 - 2. 9 5 (m, 2H) , 3. 30-3. 3 
6 (m, 1H), 6. 78-6. 82 (m, 2H), 7. 27-7. 29 (d, 
J = 8. 8Hz, 1H), 7. 88 (d, J = 1. 0Hz, 1H). 
WAfrmU (E S I -MS, m/z) : 2 5 9 (M + +l) 
IW*J287 : N-[l-( S/£ P 7°P tf;i^ ^;i/)-4-b°^ U ^;H-N-(lH-5->^V U 

4 _ t^ij K >-«m-7KM^J ( 1 . 1 4 g) £ U >7 A ( 1 . 3 8 

g) SfefcT-fe h "JMcSiUPU (7*D^f;i/) i/^P7°P7\°> 

(1 g) lISlfiTUco MjS«^^T18lfW#bfe^ BM^frZ 
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uOW^-^Arh^^vro^F (4. 3 g) fciSU 5- 
T$;j>W-Jl (6 0 0mg) SSl?»Lfeo 18f«^ £© 

^«tp<^y-;i/h7jc^b*^^^hU>>A (I70mg) zmmnhtzo 

immm, sstiixfji/ (40 mi) ^m^rmRhtc^ 'pm<D&%m 

d *;i/A/p< * y £ ^ »; *W* 7A^nvf^77-{ —1iZ J; D IS 

IU SSft^ 3 3 8mg, ^16. 9 %Tl#fco 
1 H — NMR (CDCh, 4 0 0MHz) : 0. 11-0. 13 (m, 2 H) , 0. 
49-0. 57 (m, 2H) , 0. 86-0. 93 (m, 1 H) , 1. 50-1. 
5 9 (m, 2H) , 2. 11-2. 2 2 (m, 4H) , 2. 2 9-2. 3 1 (m, 
2H) , 3. 04-3. 07 (m, 2H) , 3. 29-3. 35 (m, 1 H) , 
6. 7 9 - 6. 8 2 (m, 2H), 7. 28-7. 31 (m, 1 H) , 7. 88 
(s, 1H) . 

li^tfff (ESI-MS, m/z) : 271 (M + +l) 

H»J288 :N-[l-(2-7;v^-p^^-;i/)-4-tf^U^;i/]-N-(lH-5-f >VJV)V)T 

\tyimn.-*mm (l. 53g) ^WA^A(2. 7 6 

(1. 2 7g) 4SlT?j|Ttfeo MiS«&SMTl8^p H m#b fefts IfKx 

£©tt»W# (2 5 7mg) S^^-^A? b7^f V7n» H (1. 2g) 

fc^i$u §-7%;jyw-)]/ (i88mg) Munmwhtzo 1 
smmm^ ;-)]s£&m<h*$mi'by$2* (33mg) & 

toiWbfeo 18H#HS^ (4 0ml) §iP^.T«bfe^ 

'J>*©*&iPitTl!i»*2:U cfiMTIIlfeo ft fcftfciimk MET 
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'H-NMR (CDCla, 4 0 0MHz) : 1. 5 0 - 1. 5 9 (m, 2H) , 2. 
10-2. 14 (m, 2H) , 2 . 2 6 -2. 3 2 (m, 2 H) , 2. 71 ( t , 
J = 4. 9 Hz, 1H) , 2. 79 (t, J = 4. 9Hz, 1H) , 2. 9 6- 
2. 99 (m, 2H) , 3. 3 0 -3. 3 7 (m, 1H) , 4, 53 (t, J = 
4. 9Hz, 1H), 4. 65 (t, J = 4. 9Hz, 1H) 6. 79-6. 8 
2 (m, 2H) , 7. 30 (d, J = 8. 3Hz, 1 H) , 7. 89 (s, 1 
H) . 

(ESI-MS, m/z) : 2 6 3 (M + +l) 
«ffi]289 : N- r l-( 3- 7 KJr P 7° P hVl/ )-4- U ^ 1 -N- ( lH-5->f >#V U ^ ) 
7* ^ > 

4 - If^U F >*ME-zMU* ( 7 6 8 mg) ^.ttWftKA U A ( 1 . 3 8 
g) £&*r-fe r- r U;bfci§#PU ^£^1 -7"D ; E-3-7;i/tnx^> 
(7 0 5mg) tSI-CiTUfe, KJfc$Sfc&£»T?18l$H*#bfe&s 

£©rt»|ffl# (5 1 Omg) S^-^A^ h^-f V7n^i/ p* (2. 6 g) 
CjS«U 5-T^y-Y>W-;i/ (4 64mg) £in;ts ^fi-£fI#bfeo 1 
8l^ffl«s COSJtSftttfc^^^-^fczlcJU^^jR^hU^A (6 6mg) & 
JOiltfbfeo 18H5HS^ £Jfo$RK#K^;i/ (4 0ml) £fln*T#&bfc&s 

ii>*o**jnitT»»*fcu ina«ETaabfeo fffenfctt*^ met 

Y-tJ;DilU ig{h^7 10mg> W5 1. 4%-mfco 
'H-NMR (CDCls, 4 0 0MHz) : 1. 4 6- 1. 5 5 (m, 2H) , 1. 
8 6 - 1. 9 8 (m, 2H) , 2. 10-2. 20 (m, 4H) , 2. 51 (t, 
J = 7. 1Hz, 2H), 2. 90-2. 92 (m, 2H), 3. 29-3. 3 
6 (m, 1H) , 4. 46 (t, J = 6. 1Hz, 1 H) , 4. 57 (t, J = 
6. 1Hz, 1H) , 6. 79-6. 82 (m, 2H) , 7. 29 (d, J = 8. 
5Hz, 1H) , 7. 8 9 (m, 1H) . 
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Sl^Ifl (ESI-MS, m/z) :2 7 7 (M + +1) 

mmimm : N-(1H-5— f >:PVl);i/)-N-i;i-(3,3,3-h U 7;i/;TP7°PhVl/)-4-h°^ 

4 - M ^1) 1* ymm~imm ( 7 6 8 nig) £J;tJ«# U £ A ( l . 3 8 
g) %ffi&7* hnh U;i/fc»jlPU 3, 3- h 'J7J1/ 

tP/D/^ (8 8 4mg) ^fMTtfeo £jfo&&&gm^l8lf^&#b 

;tD^P^(4 3 0mg) S^-^Ar V7°P*°=^>K (2. 6 g) 
HML> >*V-;i/ (2 3 4mg) fcin* N g$rcj£#bfco 1 

^fflSJiS^t^^y-^l/^TR^b^^^^h U^A (83. 6m 
g) »;tfl#bfc 0 18H$F H m (4 0ml) %MX.Xffil 

mmrxmrn b ^ n n a/^< # y -;i/-ejiia-r s ^> u * ^ a ^ n v h 

Mfb£«l 6 Omg, W10. 2%-£f#fc 0 
1 H — NMR (CDCL, 4 0 0MHz) : 1. 4 4-1. 51 (m, 2 H) , 2. 
05-2. 17 (m, 4H) , 2. 24-2. 36 (m, 2H) 3 2. 59-2. 
62 (m, 2H) , 2. 8 2-2. 8 4 (m, 2H) , 3. 27 (m, 1 H) , 
6. 72 (d, J = 8. 8Hz, 1H), 6. 79 (s, 1H), 7. 17 (d, 
J = 8. 8Hz, 1H) , 7. 9 2 (s, 1H) . 
Ha^flffi (E S I -MS, m/z) : 3 13 (M + +l) 

mmmm : N-ri-(4,4-^5^^>^;v)-4-h'^u ^;h-n-(ih-5-y u 

K>±g@tig-7j<lnt) (7 6 8mg) £ J;lTOf # >J <7 A (1.38 
g) fcftfcKT-fe hr: h VMzmBLs 1 -t/P^E- 4 , 4, 4 - h 'J7JI/ 

tD^> (9 5 5mg) ^IMTbfeo MJS^tt^^l?18B#P H 1» s bfe 
«s M^^^Jp^tKs ^fP^iizK-c^b^zkM^hU^AT^bfeo 
f#£*ifeMIJlfc^ MHTtllSb4^£t#feo 

£©tflStt (6 8 4mg) A^ h =7^ V 7°Ptf^> K (3. 4 g) 
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izmmu 5-T^y^>^V-;i/ (348mg) £Jn>c, IStljflfeo 1 

mrmk, e0H«c^^y-;^«^^it f (i24mg) 
■%%u%.ffl&htzo immfe, mmzmm^)i (40mi) zmzx^vtz 

BiTX^ML^ n d i^)\>i\/ ^ $ j -)ixm?M t % 1/ V iJ Vftii 5 A £ p v h ^ 
77^-ti!)IiU »^S5 2 2mg, IW3 8. 3%Tl#fc 0 
1 H — NMR (CDCL, 4 0 0MHz) : 1. 4 5- 1. 5 2 (m, 2H) , 1. 
71-1. 78 (m, 2H) , 2. 08-2. 16 (m, 6H) , 2. 38-2. 
41 (m, 2H) , 2. 8 5 -2. 8 8 (m, 2H) , 3. 2 8-3. 3 3 (m, 
1H) , 6. 76 (d, J = 8. 8Hz, 1 H) , 6. 81 (s, 1 H) , 7. 
23 (d 5 J = 8 . 5Hz, 1H) , 7. 91 (s, 1H). 
MAfrffim (ESI -MS, m/z) : 2 7 3 (M + +l) 
SM1292 : N-Cl-(3-7;i/^-P7'PbVl/)-3-b , ^U 2Al±dJMzd >£VVjl>} 
T ^ > 

3-tKD^>^'jy> (7 1 8mg) :fc,fctfJ&«*U*A (1. 96g) 
h- h U;i/ic«U *^l-7Dt-3-7;i/tD7D^> (1.0 

g) tsitari/fe. Mra^rt/^^M^i8B#F^a#bfe©t„ -t^ h« 

£®««ffch h V^f-)VTX> (1.78g) ftta*^^;!/*;!/**-^ K (7.5 
5ml) fc*#u T;i/=f>#amTs I^Hi«f- hU^^;uT^>m 
(2.45g) %M7ttzo SjfSS^«fta»Tfl8KFraBl#Ufe«s W^@t7j<«^h 

y*£*$6*&in*^ ^pp^A^wimbfeo «]fMzkm^hu^A-<? 

5 -T^ y-f>#V-;i/ (1 5 Omg) ^^"^A^h^-f 
V7*D^>h' (7 5 Omg) IciiblMtfbfeo 1 8l$Hft s £©KJ&?§ 
tft^a^^^y-^hTK^b^^^^-h'J^A (10 Omg) &in^#bfeo 
18I«#K MjSSiillx^ (4 0ml) ^D^.T«Lfe#s <J>M<D7k%M 
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1U »^«6 2mgs I«3. 16%T?#fco 
'H-NMR (CDCla, 4 0 0MHz) : 1. 59 (m, 2H) , 1. 75-1. 
7 7 (m, 2H) , 1. 8 3 - 1. 9 6 (m, 2H) , 2. 3 7 - 2. 5 4 (m ; 
4H) , 2. 75 (m, 2H) , 3. 61 (m, 1H) , 4. 46 (t, J = 5. 
9HZs 1H), 4. 58 (t, J = 6. 1Hz, 1H) 6. 82-6. 85 
(m, 2H) , 7. 29-7. 31 (m, 1 H) , 7. 88 (s, 1H) . 
MMi(ESI-MS, m/z) :2 7 7 (M + +1) 
mMM2M : N-[l-(2-^PP-4-7;i/^P^>^;i/)-3-^U ^;i/]-N-(lH-5-^ > 

3-h KD^i/b^U^> (lg) £J;tm^>bU<>A (2.76g) ^T-feh-h 
U;i/ (10ml) tc:$gfl¥U ?^A2-^nn-4-7MD^>i;jl/7*DV^ 
F (2. 23g) SIMTbfeo W^tl*g^-ei8^P 0 W#bfe©^s 

h 'Jx^7 5> (1.78g) ^^Jc^^x;^^^ K (7.5 
5ml) K$S«¥U T;v=f>^H^Ts ^a^HItMM • h V tf-fry^^mfa 

(2.45g) »^.feo sfei^i^ssfiffl»ffbf:i, mmmm^-v 
vt7&7kmm%mz., ^D^Atiai^o u 

cOffi^ (3 1 7mg) fc5-7^^f>^;-^ (1 3 9mg) £ s 

-^A^h7>f vt-d^h (i. 6g) ti»iifi-epiL 18M 
dO^^M^/^S^^^y-^iiTR^b^^^^ h >; e?A (lOOmg) fcin 
*tlJ$bfeo 18TO#, filSStl^xfjl' (4 0ml) ^m^xmK^tc^s 

4-fc<fcD»«U »^M15 0mg, l$4. 18%Tiffe 0 
'H-NMR (CDC1 3 , 4 0 0MHz) : 1. 5 6- 1. 7 4 (m 3 5 H) , 2. 
42-2. 49 (m, 2H) 3 2. 73-2. 76 (m, 1 H) , 3. 56 (s, 
2H) , 3. 5 9 - 3. 6 2 (m, 1H) , 6. 7 9 - 6. 8 3 (m, 1 H) , 
6. 94 (dt, J = 2. 7, 8. 3Hz, 1H), 7. 12 (dd, J = 2 . 
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7, 8. 5Hz, 2H) , 7. 2 7-7. 3 0 (m, 1H) , 7. 3 9-7. 4 
2 (m, 1H) , 7. 86 (d, J=l. 0Hz, 1H) . 
IMKESI-MS^/z) :3 5 9 (M + +1) 

rnmmzu: t^ji 2-(3,4-^7;v^-p^>^-;i/)-2-r3-(iH-5--r 

3, 4-^7MD7ir« (3. 4 2 g) t$m* W & (2.76g) § 
T-feh^h';^ (10ml) t»#U ^^Aa^jb^^I/ (2. 82g) ^1 

£©#ia# (2. 02g) £EH^{b$|l«®PU ?uilN-^D^^J/> 
-Y S K (2. 8 8 g) »^feo 18H#P^S^Lfe0t,x -fe^ h^Mitmif 

( 1 • 6 0 g) tmrn-toVtA ( 1 . 7 3 g) §7-b h-h \) )i 
(10ml) \zm$ U ^C^s3-b KP3^>t:^U^> (63 lmg) Sin*. 

fee BLmm^o^wcismmmniytco^ t^F^itfiiu to 

£©TO#; (2. 0 2g) ^te^^x;^^-^ Kt«bfc©^>, 7* 
)\s3>mm$?i>Ts h'Ji^7^> (5 5 2mg) 2±HIHb«- hU^^PT 
^>0t#: (7 5 8 rag) «^.fe 0 SiSig^*MM^i8TOjS#Ufefts Mm 

( 7 6 3mg) t5-T$;j yW-J)/ (2 8 7mg) £ s 
-Vk^YvJVT-uifs^Y (3. 8 7g) fc«U^«#Lfc 0 18M 
Its cos^rtt^fio^^y-^hjje^fb^^m^h U£A (10 lmg) 

^n^ss^bfeo \mmt. K&mizmm^)i (4 0mi) mn^xmnvtc 

77^f-tJ;DiIU »fb£r#j£3 4 5mg, WO. 4 3%t1#fe 0 
'H-NMR (CDCL, 4 0 0MHz) : 1. 5 9 - 1. 6 3 (m, 2H) , 1. 
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76-1. 78 (m, 2H), 2. 31-2. 49 (m, 4H) , 3. 69 (d, 
J = 6. 4Hz, 2 H) , 6. 76-6. 84 (m, 2 H) , 7. 07-7. 1 
3 (m 3 2H) , 7. 2 8 -7. 3 7 (m, 1H), 7. 86 (s, 1H) . 
mmftffim (ESI -MS, m/z) : 3 9 9 (M + -l) 

mmmm •. n-cih-s-^t >yvu;b)-N-{i-[(2s)-2-^^-;i/^;v]-3-b°^u 2 

3-b h*n^>t:^ys;> (ig) *«krr^«*u«>A (2.76g) &:p^ h^b 
U;p (1 0ml) tilt, (S) - (+) -1-7^^-2-^^ 

*>(1. 51g) OT-feh- hU;i/«* (15. lml)*gnflTlfc.S 

£©4«hhU^;P7* > (1.78g) £»^^;i/*;i>**iM h* (7.5 
5ml) «I?U T;i/^">#HmTs &fi-c=SMb?»3t ■ hU^f-;i/T^>m 

(2.45 g) zmTLtzo Kj&meto&m.u-eimmn\sit&s &m%Wbkmi-Y 

U^A*S»(7.55ml) ^DD*;VATMlfe 0 ^«UB*M*«(EK^ 

i©*iafrJ:5-r^y>f (939mg) £ s ^-7Arh7^V7 

n^>F (4.7g) tMLI^Itflfeo 18RtHa^ -0Sjit«fcp<^ 
S-)]/ (0.94ml) biciiU^Ith^A (13 4mg) SJPA«#bfco 

imm&* mmmm^)i (4 0mi) mu^x^Lt^ 'pm<D&*in 

d A/pi * y — ;i/-cSH1- S 2/ 'J*Wv*7A^D7h^77^-(:j;!3l 
iU »^2 5 3mg, HI8. 8%T!ffc Q 

'H-NMR (CDCh, 400MHz) :0. 89 (dd, J = 7. 3, 13. 9 
Hz, 3H), 0. 89 (d, J = 5. 8Hz, 3H), 1. 06-1. 15 
(m, 1H) , 1. 3 7- 1. 7 9 (m, 6H) , 2. 01-2. 08 (m, 2 
H) 2. 12-2. 19 (m, 2H) , 2. 5 2 - 2. 6 9 (m, 1 H) , 3. 
56-3. 62 (m, 1H) 6. 83 (s,.lH) , 6. 84 (dd, J = 2. 
2, 6. 6Hz, 1H), 7. 29 (d, J = 9 . 5Hz, 1H), 7. 87 
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(s, 1H) . 

IWKESI-MS.m/z) : 2 7 8 (M + +l) 

»^J296:N- (l-0^1/-3-^^l/-4-h^'J^l/) — N- (1H-5--Y 

3-^;i/ 4-^'JF> (152.7mg) h§-T%My^) 
-)V (100 mg) ,mm (0.02ml) (10 ml) t«U BM 

(5m) fcinfcfc&s S«^^>-tfU^>m (0.06ml) SITbL KJfc 

dmi) ffii^i/ttiiai/fe. »i^;Wf«u *arfflgfp^^ 

Mf^s 95.3mgs W65%Tl#fco 

1 H — NMR (CDCh, 4 0 0MHz) : 1. 4 5- 1. 6 0 (m, 2H) , 2. 
0 7-2. 15 (m 3 2H) , 2. 18-2. 32 (m, 2H) , 2. 82-2. 
92 (m, 2H) , 3. 3 0 -3. 4 0 (m, 1H) , 3. 63 (s, 2H) , 6. 
79-6. 84 (m, 2H) , 7. 31 (d, J = 9. 8Hz, 1H) , 7. 4 
9 (d, J=7. 8Hz 3 1H), 7. 68 (d, J = 7. 1Hz, 1H), 7. 
88 (s, 1H) , 8. 12 (d, J = 6. 9Hz, 1H) , 8. 23 (s, 1 
H) . 

ItMKESI-MS, m/z) :3 2 0 (M + +1) 

HMAJ297 : N-f 1 - (4-7 - 3 -E^U SW-N- ( 5->f V 

3-t pP^K^i;y> (200mg) 'J £A (327.8mg) ttv 

^^Jl/*M7 5 F (10ml) KSfJBU *C^n 4-7MD^>^MD7 
H (312. 2mg) ©T-fe P U;Wg« (10ml) ^IfKiTbfe, SJSB^ 

iOtt»K#:Ail h 'JxW^> (0.55ml) F 
(10ml) l^iU r;i/dr>gH^Ts ^MT?HKfl3«lt • bV*?)V7 5.> 
mW- (550. 3mg) &jjn^feo SCT^t)^^T»18H#^M#bfe^ fgfflMlbJc 
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mi-YV^hiKmm (10ml) %Mk.s ^nn^AfMlfec %WB%m& 
£©*liftB 5 -7^; >fV3r>> »J> (210.5m g) t^-^>fV7o^ 

A- fcTSMSgk l^b^rt) (16 6ig)fcftfco 

1 H — NMR (CDCh, 4 0 0MHz) : 1. 7 0 - 1. 8 2 ( 1 H, m) , 1. 

85-2. 00 ( 1 H , m) , 2. 00-2. 10 ( 1 H , m) , 2. 97 (2 

H, q, J=l 1. 7Hz), 3. 39 (1H, d, J=12. 2Hz), 3. 

65 (1H, d, J = l 1. 7Hz), 4. 15-4. 30 (1H, m) , 4. 

25-4. 42 (2H, m), 7. 02-7. 17 (3H, m), 7. 36 (1 

H, d, J = 8. 1Hz) , 7. 59-7. 65 (2 H, m), 7. 75 (1H, 

t, J = 8. 1Hz), 8. 37 (1H, d, J = 6. 8 Hz) , 8. 66 (1 

H, d, J=6. 8Hz) , 9. 49 (1H, s) . 

MMftffim (ESI -MS, m/z) : 3 3 5 (M + +l) 

gffiM298jN= (lH-5-^>yV'j;i/) -N-{l-[4- ( 'r ij7;UP^r 

;v) ^>^;v]-3-h^u^;i/} 

3-tFP^>K^'JS?> (200mg) iitfS«!liiJ>)A (327.8mg) &S> 
;*^;i>*;VAT^ F (10ml) fcSJSIU 4-f'j7Mn^fM> 
h* (421.4m g) ©T^b-hU;W§« (10ml) SSST?iTbfeo 
SiiS^tl&^M7?18Kf^a&#bfc<Dt,s -te^ b»8J;«$gU TOfrA 

d©^^Afch'J^;i/7^> (0.55ml) K 

domi) ti»u 7;^">fiiT^ gfi*eHMtf*jl- hu^^;i/T^> 

(550.3mg) M;Lfco S^^^^T180#P^Wbfef^ HW^tR 
5R^hU»A*»* (10ml) ^DP*M?ifflbfeo £«&JB£ftfzk 
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Z(D*mfaB£5-7S,J't>frV-)]/ (210.5mg) C^-^A-f V7nsi? 

A-^y-;i/| (itlli. SM{b^t) (l 5 4ig)^lffe 0 

1 H — NMR (CD 3 0D, 4 0 0MHz) : 1. 7 5- 2. 0 0 (2H, m) , 2 . 0 
0-2. 23 (2H, m) , 3. 00-3. 20 (1H, m) , 3. 20-3. 
4 5 (2H 3 m) , 3. 50-3. 6 0 (1 H, m) ,4. 0 9(1 H 3 s) , 
4. 47 (1H, s) , 7. 42 (1H, d 3 J = 8. 5Hz) , 7. 61 (3 
H, d, J = 8. 1Hz) , 7. 66-7. 75 ( 1 H, m) , 7. 74 (2H 3 
d s J = 7. 1Hz) , 8. 19 (1H, s) . 
lI^fi(ESI-MS, m/z) :3 7 4 (M + +1) 
H»]299:N- UjVj — N- { 1 — [ 4 - (HJ7MP^J1/) ^ 

3-tFD^>t^'J^> (200mg) :fe,fclfiK«*U£A (327. 8mg) 
/^wA7^ F (10ml) fcSMPU 4-f!j7; > M , -P/rM> 
yMD5-f h* (421.4m g) ©T-fe b-H-W&M (10ml) Slfit'iTbfeo 

iO^Afcb'JxW^ (0.55ml) ^l/^l/afrdMM P 

(iomi) £*f#u yji^ynmnTs mmx=MftMM- hv*5-»7$.> 

m (550. 3mg) ^Jp^fec EJfeS^*»Tl8l$IIB»#L;fc:&, fiSttUfc^zk 
^MJOAzk^M (10ml) ^PP^AT'tttHbfeo MJl^Mzk 

Z<D$fmB£ 5-7$; J V> (210.5m g) A-f V 7°D^ 

=3MM P limits Sfit3 0Mffbfeo pt^-Jl/fcgJfrU **fb 
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j —))/"] izxmmm. mmfcGVa (i 6 3mg)£t#fc 0 

1 H — NMR (CDCL, 4 0 0MHz) : 1. 4 3- 1. 5 6 (m, 2H) , 1. 

6 0- 1. 7 3 (m, 2H) , 2 . 2 3-2. 4 0 (m, 3H) , 2 . 61-2. 

80 (m, 1H) , 3. 3 3 - 3. 4 7 (m, 2H) , 3. 4 8 -3. 5 8 (m, 

1H) , 3. 72 (s, 3H) , 6. 74 (s, 1H) , 6. 78 (d, J = 8. 8 

Hz, 2H) , 7. 16 (d, J = 8. 5Hz 5 2H) , 7. 21 (d, J = 8 . 

5Hz, 1H) , 7. 7 9 (s, 1 H) . 

%mmjxi§. (E S I -MS, m/z) :3 8 5 (M + +1) 

gg»!l300 : N-f 1 - (3, 4 -^7;V^P^>^;V) -3-^^U^;V) -N- (1 

H-5-^>#yj;io 

3-t FD^>t?^U (200mg) $W»'J7A (327. 8mg) &S> 

^;v*;vat^ F (10ml) IcliU ^ii-Ns 3s 4-^7;v^-d^>^;p 

/P^ Y (448. 4mg) ©T-tz h - h V Jimffi (1ml) fcgiTCigTUfco K 
Z(D$fflfaA£hV^?-fr7$> (0.55ml) £ta*S>^;U*;i/*3MM P 

domi) izmmu TjiJ^mmmT, munBwubmm- v 
®{* (55o.3mg) mnx.tcc BLjm^*mm?immim\sfc&s mammM 
mi-h^^^kmm domi) ^DD^A^mufeo 

Mil?" h 'J £ A«U Iltt^PW^feo 
^0*FWil5-7^>f (210. 5m g) C^-S A-f V7Q# 
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gibfeo If e>tifcBS£#^A^D-7 Yy^yj— [>';##*;k ^dd^v 
A-^y-;v] trim Hj#ffc-£fi (l 8 img)£t#fco 

1 H — NMR (CDCls, 4 0 0MHz) : 1. 3 0 - 1. 4 0 (1 H, m) , 1. 
59-1. 69 (1H, m) , 1. 74-1. 80 (1H, m) , 1. 91-1. 
94 (1H, m) , 2. 00 (1H, m) , 2. 18 (1H, t , J = 7. OH 
z) , 2. 63 (1H, m) , 2. 93 (1H, d, J = 1 0 . 0Hz) , 3. 
30-3. 32 (1 H, m) , 3. 48 (1H, q, J = 8. 0Hz) , 6. 8 
5 (1H, d, J=l. 5Hz), 6. 92 (1H, dd, J = 2. 2, 8. 8 
Hz), 7. 07-7. 10 (1H, m), 7. 14 (1H, dd, J = 8. 1, 
10. 2 Hz) , 7. 26 (1H, ddd, J = 2. 0, 8. 1, 11. 5H 
z) , 7. 31 (1H, d, J = 8. 8Hz) , 7. 77 (1H, d, J=l. 
0Hz) . 

HiMI (ESI-MS, m/z) : 3 4 2 (MH1) 

HMI301 : N-[ 1 - (3, 4 -S?7)\>*v<>y)V) -3 -E^U y;H-N- (5 

3-h FD3^>fcW;^> (200mg) ^i«A'J>)A (327.8mg) £j; 
/fM;i/A7U* (10ml) l:»U 3, 4-^7j^n^>^i/ 

^P7^f H (448. 4mg) CD^-tz h- h U;i/|g« (10ml) *Sfi7J»Tbfe» S 

o©^PMhf'Ji^7^> (0.55ml) ^^zK^^f-^^^^^f-^r K 
(10ml) IzmnU 7J^^>iffl^T^ ^THItMIt ■ YV*?frT5.> 
mit (550. 3mg) SJnit&o SJtSS^4»*^«ltfl8l^|ffl«#bfe«s «J^ibjc 
(10ml) »^ ^PD^;VAT-ffltBLfeo 

C©«Bh5-7^^V^'J> (210. 5m g) t^r^A>fV7D# 
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A - ^ ttlSfs it®fb-&#) ( l 5 6mg)^t#feo 

1 H-NMR (CDCla, 4 0 0MHz) : 1. 4 3 - 1. 5 6 (m, 2H) , 1. 

6 0 - 1. 7 3 (m, 2H) , 2. 2 3-2. 4 0 (m, 3H) , 2. 61-2. 

8 0 (m, 1H), 3. 3 3 - 3. 4 7 (m, 2H) , 3. 4 8 - 3. 5 8 (m, 

1H) , 3. 72 (s, 3H) , 6. 74 (s, 1H) , 6. 78 (d, J = 8. 8 

Hz, 2H) , 7. 16 (d, J = 8. 5Hz, 2H), 7. 21 (d, J = 8. 

5Hz, 1H) , 7. 7 9 (s, 1 H) . 

IiM (ESI-MS, m/z) :3 5 3 (M + +1) 

^M^i302 :N-{i-[4-y;i/^-p-3- (Jl!LZM^2L±M ^>^;i/1-3- 
tf^USW — N- ( 1H-5--T >gvu;i/) 7<> 

3-tFo^^>^)J^> (200mg) ii^SA'J^A (327. 8mg) &S> 
^»A7U* (10 ml) IzmmU 4-7)l#U 3-hU7;i/ 

tn^KV^^oy^ H (556. 7mg) 07-fe h- h VlimWi (10 ml) 

^cd^»A^ h UxW^ > (0.55ml) J-JVZfrft^-VJ K 

(10ml) fc»JBU TA-rf^HMTx • h 'J ^^T^ > 

ffH* (550.3 mg) §iPx.fec H^g^^^-el8B#P«#bfe^ 
**^hU^A*»* (1ml) £j&p>ts ^DD^l/AfMbfeo «Jf£il 

dCD^IWB t 5-7$ S 4 >^V-;V (210.5 mg) Vlf-#=.$J*4 V7°D 

K&jpit, gK3 0M#bL *©«s ^^y-;i/{3»u tK^ 

^limits ykRTfmm-kUTMzTffi&u stT-MJ^Attm 
fcxmmm, ^m^m (i6img)^#feo 
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1 H — NMR (CD.OD, 4 0 0MHz) : 1. 8 0- 1. 9 0 (1H, m) , 1 . 9 
0-2. 05 (1H, m) : 2. 05-2. 11 (2H.ni), 3. 00-3. 
10 (1H, m) , 3. 10-3. 35 (1H, m), 3. 35-3. 50 (1 
H, m) , 3. 60-3. 70 (ll^m), 4. 10-4. 20 (1H, m), 
4. 51 (2H, q, J=13. 2Hz), 7. 43 (1H, t, J = 9. 3H 
z) , 7. 49 (1H, d, J = 9. 0Hz), 7. 70 (2H, d, J = 9. 
0Hz), 7. 93-7. 98 (1 H, m), 8. 02 (1H, d, J=6. 3 
Hz) , 8. 33 ( 1 H, d, J = 0. 7Hz) . 
li«(ESI-MS, m/z) :3 9 2 (M + +1) 

mmmm : N-r 1 — (3, 4-^^pp^>^) -3-t.°^ u^;n-N- (ih- 
5-^>^vu;b) 2H> 

• 3-t h*D^>t'^y^> (2 0 0mg) ££1^1^ U£A (3 2 7. 8m 
g) S^^fWATU* (1ml) ZZ^s 3s 

>^;]/^P^ K (423. 4mg) ©T-b h-h U;i/M (1ml) £^S."£*iTb 

fee Bimm&w%£U'eimmmwisfr<D-hs hisi^tmiiu #h 

{* A 

ic^H^A^ h > (0.55ml) fcfekS^ K 

(10ml) t*»U T;Vrf>#fflmTs gin?H$flH9f£2i ■ hU^^T^> 

(550. 3mg) BLjm&to%£Wrtimm&&istz&, mum* 

mJ-YWk&mW. (10ml) ^Dn^;i/A"efflttiUfeo *r$Ul£$8tzk 

dcD^r^Bts-r^y-o^y-^ (210. 5m g) tf^^A^V/P^ 
*^^^h'J^A^JP^^^T3RfP»bfeo S«7^ 

gSbfeo #£tifcM£#5A^P t h^77-f- [^UA^k ^nn^l/ 
a - ^#y-;v] ttlli, MMb£tt ( l 3 3mg)&ftfco 

1 H — NMR (CDCh, 4 0 0MHz) : 1. 7 0- 2. 2 0 (4H, m) , 3. 



WO 01/56988 



264 



PCT/JPOl/00721 



00-3. 20 ( 1 H, m) , .3. 40-3. 55 (lH.m), 3. 40-3. 
55 (lh, m) , 3. 65 (1H, bs) , 4. 15 (1H, bs) , 4. 4 
3 ( 2 H , q , J = 1 0 . 5Hz), 7 . 51 (1H, d , J = 9 . 27Hz) , 
7. 57 (1H, s) , 7. 71 (1H, d, J = 9. 0Hz) , 7. 85 (1 
H, s) , 8. 3 3 (1H, d, J = 0. 7Hz) . 

mmmm (esi-ms, m/z) : 3 7 5 (m + +d 
mmmm-.M!- (4-^pp^>^) ( ih- 5 — f 

3-tFP*^'J^> (200 mg) ^AVSKAU^A (327.8 mg) & 
OT-fe h- r U;i/»« (10ml) fc, 4-^DD^>^^D7^F (318.3m 
g) SS^lTb^ JxjiSvS^t)^^^18^fem#bfe©t>s 

dCttJfflfrAfc h 'JiW^> (0.50ml) %M&V*mzn'**V'( K 
(10ml) fcUfu r;i/=f>#BmT, gfi"C=iMbfiyt • hU^^T^v 
$gft (550.3 mg) £«fe 0 R^S^»4MT?18l$|ffl«#bfe^ &ffl£Bfe 

Tkmi-bvt&Tkmm domi) ^mx, ^pp^a«il 

CLO^HttB t 5 y? s )-)V (236.9 mg) Wr>)A^V7D 
h'&JP^s S?1T*3 0#fll#Lfeo ^Of^s **y-;i/fc*FJ&»U 

{b^^*±h';^A^jp^g^T3B#p»#bfeo sj*s»m atetB^ft-fe 
EgibL ft)tifcass3b7A^D-7h^7^f- ou£y;w ^pp^ 

;i/A-**;-;i/] ^TffMlll. HSftiirt! (1.7 1mg)^#feo 
1 H — NMR (CDCh, 4 0"0MHz) : 1 . 30 — 1. 45 ( 1 H , m) , 1 . 
59-1. 70 ( 1 H , m) , 1. 75-1. 83 (1H, m), 1. 94-1. 
97 (1H, m) , 2. 00-2. 10 (1H, m) , 2. 24 (1H, t, J 
= 9. 3Hz), 2. 71 (1H, d, J=l 0. 7Hz) 5 3. 00 (1H, 
d, J = 9. 3Hz), 3. 48-3. 52 (1H, m), 3. 56 (2H, q, 
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J = 9. 3Hz) , 6. 84 (1H, d, J = 2. 0Hz) , 6. 91 (1H, 

dd, J = 2. 0, 9. 0Hz) , 7. 31 (1H, d, J=l. 7 Hz) , 7. 

77 (1H, d, J=l. 0Hz) . 

liMKESI-MS, m/z) :3 4 0 (M + +1) 

fW]305 : N-(lH-5--f yP"J V )]s)-K-[l-(7 **frZK*=-fr)-Z-¥^ ] ) 22k] 

T % > 

3-t KDdp^>t!^i;^> (200 mg) £<ktfr 'Mf;^^ (0. 33 m 
1) $©7tbrhij;i/ii (2 0ml) fc, >x;v^-;b^ p^-Y F 

( 3 8 2. 8mg) 5i?KITU m^m*mUT!immmnLfz. SIS 

iOTO&Ah h ijxw^> (0.5 5ml) K 

(lomi) t^jwu T)^ynm%y, mMx^mmm - hv**)ir$> 

mi* (550.3 mg) ttmiLtco KJfe«^£gfiTfl8B3lffl«#bfc«s t&K&li 
TkfS^h V*AzK&$£ (10ml) fcfln*., ^DD^ATiaibfco £#M$ 

£©*IS#:Bfc5-T^'f (236.9 mg) W-i)MyrD 

^ rjt»bfc©-fe*»u Tks^Bbfc^ wm**MzTmitiLtzo mm* 

;i/A - HTM. 3DSfci§r*5 (14 6. 7 mg)£f#fco 

1 H-NMR (CDCls, 400MHz) : 1 . 49-1. 56 ( 1 H, m) , 1. 
69-1. 75 (1H, m) , 1. 83-1. 90 (2H, m) , 2. 70 (1 
H, dd, J = 7. 3, 11. 2Hz), 2. 89 (1H, dd, J = 3 . 7, 
8. 3Hz) , 3. 23 (1H, dd, J = 6 . 6, 10. 7Hz), 3. 54 
(1H, dd, J = 3. 7, 11. 5 Hz) , 3. 62 (1H, m), 6. 84 
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(1H, dd, J = 2. 2, 8. 8Hz), 6. 89 (1H, d, J = 2. 2H 
z) , 7. 35 (1H, d, J = 8. 8Hz) , 7. 53 (2H, t, J = 7. 
1Hz), 7. 61 C1H, t, J = 7. 3Hz), 7. 76 (2H, d, J = 
7. 1Hz) , 7. 9 1 (1H, s) . 
Si^tffKESI-MS, m/z) :3 5 8 (M + +1) 
^WJ306 :N-(lH-5->f >yVU;i/)-N-fl-[(4-^^7x_;i/)^;i/^;V]-3-^ 

3-h FD^-S/t:^Uy> (200 mg) £ <fcl>* Ml x^l/T^ > (0. 3 3m 
1) %(D7^ h- h U;i/SftS (2 0ml) £ s p- h;i/x>^;i/^-;i/^n^^ 
F (4 2 3. 3mg) £gM"C?rFU S 

^AfcT^lifts «£MEEg*U *IHfcA£ft&o 
^©«AJ:h'Ji^7^> (0. 5 5ml) ^l^V*^ 

-f h* (iomi) «mu T)i3>mmn,-Ts mmx=m{m&- vvtmr 
$>mfo (550.3 mg) zmz-tzo &.jfom&m*g.U'cismm9knLtz^ mm 
TOith'je/ATkifSdomi) ^nD^AT»[±ibfc 0 mm 

u(D«BJl5-7^/M>^;-;P (236.9 mg) try-^A^V7u 

FfciniU Sfit?3 0^8H*bfco ^^^-;i/t*A»u 
ft*e7*^-hU«>A*iD«StT3l$Ha#bfco SJ»7^ RjfeS^»4-b 
bitilbfco^vliibs Tkfc&JPbfc&x BfKx^;i/HTj*mbfco Bi^x 

fct«s HJSfbi^ (2 12 mg)£f#feo 

'H-NMR (CDCh, 4 0 0MHz) : 1. 4 0- 1. 44 (1H, m) , 1. 
60-1. 70 (2H, m), 2. 36 (3H, s), 2. 61 (1H, dd, 
J = 7. 1, 11. 5Hz), 2. 80 (1H, t, J = 8. 5 Hz) , 3. 1 
2 (1H 5 dd, J = 7. 1, 8. 5 Hz) , 3. 43 (1H, d, J=l 1. 
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5Hz), 3. 54 (1H, m) , 6. 75 ( 1 H, dd, J = 2. 0, 8. 5 
Hz), 6. 78 (1H, s) , 7. 2 4 (2H, d 3 J = 8. 5Hz), 7. 
25 ( 1 H, d, J = 8. 3Hz), 7. 56 (2H, d, J = 8. 3Hz) , 
7. 8 3 (1H, s) . 

I1MKESI-MS, m/z) :3 7 0 (M + +1) 

HMff]307 : N-{l-[(4-ft PP7 x -;i/)^;i/fr-;i/-3-h c ^ U y;i/}-N-(lH-5-^ > 

^VU;i/)T^> 

3-fc pn^fcWJS^ (200 mg) jSiWh ')xW5 > (0. 3 3 m 
1) fccDT-fe h-h (2 0ml) fc N 4-7;i>tfn^>-fc?>*;i/*-;i/ 

^D7^ J* (4 2 3. 3mg) *SfiTf»TU £Jfc®^&£fi-C18l$H»# 
bfe. SiSHHT^s ^Ml^r«-fe^ h«aUfeOt»««BU zk&&2JDbfe& N 

^- h U >7AttSli^ ««Kft«£Ee*U *»A£t#fe 0 

^O^Afch'Jx^VT^ (0. 5 5ml) SJft*^^ ^^7,)^^ 
1 H (10ml) fc»#U T;i/rf>#ffl^T> h'J^;VT 
(550.3 mg) §ijn^fe 0 KJ*J^i^»SafiT;i8RHli«ibfc^ figffl 
^»**^hU^A*«« (10ml) ^DD*M«lfco M 

£©TOf*B^5-r^y^>#V-;i' (236.9 mg) Wx^A^vrP 

h-£in;t> §fit3 0»iifec ^^y-;i/fc«f*»u 

{b*»>3lt^ h U £A£fln£gMfcT3l$IBfli#bfco SJS&T&s SJ»£i#l£-te 
h®fb£0*>iiiSU *£&Jnbfc&s ffSx^fctitBbfeo Six 

;PA-^y-;i/] tt« Slfls^i (2 16. 2 ng)&»feo 
'H-NMR (CDCh, 4 0 0MHz) : 1. 4 0-1. 51 ( 1 H, m) , 1. 6 
2-1. 7 5 (1H, m), 1. 89-1. 90 (2H, m) , 1. 90-2. 05 
(1H, m), 2. 64 (1H, t, J=l 1. 0Hz), 2. 84 (1H, t, 
J = 8 . 5Hz), 3. 18-3. 25 (1H, m), 3. 52 (1H, d, J 
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= 11. 0Hz) , 6. 79 ( 1 H, d, J = 8. 8Hz) , 6. 83 ( 1 H, 
s) , 7. 15-7. 2 5 (2H, m) , 7. 30 (1H, d, J = 8. 8H 
z) , 7. 7 0 - 7. 8 0 (2H, m) , 7. 89 (1H, s) . 

mmmnm (esi-ms, m /z) ■: 374 (m + +d 

HMfll308 N-(lH-5-^f >^VU;i/)-N-(l-{[4-( h U 7 *?)\,)7 

3-h KP*S/fcw;s*> (200 mg) h 'Jx^V7^ > (0. 3 3 m 

1) &©7^ h- h U;i/*» (20ml) £s 4- h U7;i/^-D-^>Hf>^;p* 
^05^ (5 3 2mg) SSfi*e»TU Sl6S^ft*SfiT?18l^|ffl«# 

iCDt^^Ah h iJxW^' (0.5 5 ml) ^;i/^;i/*^-f h* 

(iomi) k«#u 7j\/tty9m%y^ WBLTz^mtmM- yv*j-)vt$> 

mi* (550.3 mg)*M7Ltzo BLfom&to&&M.'1'mmn\si£&s figffil^K 
*38±hU*AzMg*& (10ml) »^ ^nD$M«bfeo 

£0*K#:B2i5-7S>'>f >W-)V (236.9 mg) =.*? k4 V7xi 

Pftini^ SS^3 0M#lfeo ^^^-;i/fc:*ipU ** 

fl3*^*^hU«>A*lin*MK:T3«fM»»bfeo EJi6»m «?g£rf)£-te 

;i/A-^^y-;i/] ttim mm<b&®i (18 1. 2 mg)£#fco 

1 H — NMR (CDCla, 4 0 0MHz) : 1. 4 0- 1. 44 (1 H, m) , 1. 
60-1. 70 (2H, m) , 2. 36 (3H, s) , 2. 61 (1H, dd, 
J = 7. 1, 11. 5Hz), 2. 80 (1H, t, J = 8. 5Hz) , 3. 1 
2 (1H, dd, J = 7. 1, 8. 5Hz), 3. 43 (1H, d, J=ll. 
5Hz), 3. 54 (1H, m), 6. 75 (1H, dd, J = 2. 0Hz, 8. 
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5Hz) , 6. 78 (1H, s) , 7. 24 (2H, d, J = 8. 5Hz), 7. 
25 (1H, d, J = 8. 3 Hz) , 7. 56 (2H, d, J = 8. 3Hz) , 
7. 8 3 (1H, s) . 

(E S I -MS, m/z) :4 2 4 (M + +1) 
IWJ309 : N-(lH-5->f >^V ^)-H-[1-(7x^M^Mt b ZZW US 
-lH-3-t°P UiklZi-> 

(R) - (-) -3-b°DU^y-;^M (200 mg) £ h U^^I/T 
^> (0. 3 3 ml) ^©T-fe h-MJ^S* (20ml) fc s ^<>-b? 
-;i^D7-Y H (0. 2ml) §IfiT'lTb, SCT^t)^S^trl8B§P B 1W 

o0Ff»hh'JiW^ (0. 4 5ml) M7jc^^^;VX;V*^rit 
H (10ml) fc«#U T;i^>J§WiiT\ Sfi-eHiHb« • hlMt^T 
(4 5 0. 5 mg) ^D^feo SJfSm^*^M7?WS«#bfe»s 
«Jl*ib'.k*7 u h >J <>A7jcM (1ml) ^PP^Afiaibfeo ^ 

CCD^»B^5-T^y^>^V-;i/ (1 9 3. 9 mg) W->i?A^V 

7ks«in^7j<^T»u M^hu»7A^T»^ mm 

£MM*bfco l#^tife«^*-7A^p-7 h^77^f- O'JtWk ^p 
P*;i/£ -7<^y-;b] fcTflfS^s HMftllrfJ (2 2 5. 0 mg)£f#£ 0 
1 H — NMR (CDCb, 4 0 0MHz) : 1. 7 5 - 1. 8 2 (1H, m) , 2. 
00-2. 09 (1H, m) , 3. 15-3. 27 (2H, m) , 3. 30-3. 
38 (1H, m) , 3. 43 (1H, dd 3 J = 5. 6, 10. 5Hz), 3. 
85-3. 88 (1H, m) , 6. 51 ( 1H, dd, J = 2. 0, 8. 8H 
z) , 6. 56 (1H 5 d, J=l. 5Hz), 7. 19 (1H, t, J = 3. 
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9Hz), 7. 43 (2H, t, J = 7. 6Hz), 7. 52 (1H, t, J = 
7. 3Hz), 7. 73 (2H, d, J = 7; 6Hz), 7. 80 (1H, s). 
IMIrilESI-MS, m/z) : 3 4 2 (M + +l) 
»$J310 : N-(lH-5->f >ffV U;V)-N-{l-[(4-^»Jl/7x^;i/)^jV^n;i/1^ fc 
Kp-lH-3-h°P 'JM7^ 
(E) - (-) (200 mg) *J«tt>*hU^f-;i/T 

^> (0. 3 3 ml) %<D7lzh-hV)imm (20ml) fc N p-h;i/x>^ 
W-;^n^ h* (3 0 8. 5mg) £^U«TU &CTi§r«^-?18 
BSHBIfllttbfe. H)»7iL 5^ hilBBbfe©^««U 7K£v± 

^©pfi^AtF'j^;i/7^> (o. 4 5ml) &&*s>**-;i/;*;i/#*-->*- 
-f F (10ml) fc*#U ^;b3>#H^Ts SfiTf HlftftttS • MM^T* 
$>ffl* (4 5 0. 5 mg) %MZ.tzo S*^-&«ftaS7518RBBa#bfe^ 
fiffiSltdc^hU^A*** (1ml) ^Dd^;vAT^mbfeo ^ 

. C®«B^5-7V^>yv-JM19 3. 9 mg) \z.?- >? -t> V 

D^;i/A-p<^y-;i/] izrmmm, mmfh&m (12 5. 9 mg)£i#fc 0 

1 H — NMR (CDCla, 4 0 0MHz) : 1. 8 5-1. 9 1 (1H, m) , 2. 
11-2. 21 (1H, m), 2. 46 (3H, s), 3. 27 (1H, dd, 
J = 3. 2, 10. 7 Hz) , 3. 31-3. 44 (2H, m), 3. 52 (1 
H, dd, J = 5. 6, 10. 5Hz), 3. 96-4. 02 (1H, m), 6. 
60 (1H, dd, J = 2. 2, 8. 8Hz), 6. 65 (1H, d, J = 2. 
0Hz), 7. 30 (1H, d, J = 1 0. 7Hz), 7. 32 (2H, d, J 
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= 10. 5 Hz) , 7. 71 (2H, d, J = 8. 3Hz), 7. 88 ( 1H, 
s) . 

(E S I -MS, m/z) :3 5 5 (M + +l) 
mmM311 :Hl-r(4-^PP7i-^)7JI/^]rh7^-f KP-lH-3-fc'P U 

;v}-N-( 1H-5--Y >y^W;i/)T^ > 

(R) - (-) -3-KP'jyy-;Hil (200 mg) feiVh'jxW 
=• > (0. 3 3 ml) £©T-fe h~ h »J (20ml) fc N 4-^DD^> 
■i?>^;i/*-MD7^ P (34 1. 6mg) £^«TU S«£rt)£^ 

CCDtf^Ai: h iJiW5 > (0. 4 5 ml) SftfafcSM J-JIX)]/***? 
4 K (10ml) tS»U 7J^>fBMTs SfiTf =»fl5«SS • hU^^^T 
(4 5 0. 5 mg) *MZ.tzo SJ©JB^«l*Satfl8l^ffl«flibfc«s 
IS«^7jc*^h U^AtKM (10ml) ^TJP^s ^PP*;VA-eJlUfflLfc 0 
^ttUB^ftfekJKK^ h U 7A«U liU«B^L 

£©*IH#Bi:5-rS>'>f (1 9 3. 9 mg) t^-7A-(V 

jtmrn^Ltco ^nfeassA^A^PTh^?^ - ou*y;K ^p 

p*;1/A-p<^-;v] ttiSE ^M^t) (14 3. 2 mg)tt#fco 
1 H — NMR (CDCL, 400MHz) : 1. 85-1. 91 (1H, m) , 2. 
11-2. 21 (1H, m), 2. 46 (3H, s), 3. 27 (1H, dd, 
J = 3. 2, 10. 7 Hz) , 3. 31-3. 44 (2H, m), 3. 52 (1 
H, dd, J=5. 6, 10. 5Hz), 3. 96-4. 02 ( 1 H, m) , 6. 
60 (1H, dd, J = 2. 2, 8. 8Hz), 6. 65 (1H, d, J = 2. 
0Hz), 7. 30 (1H, d, J = l 0. 7Hz), 7. 32 (2H, d, 
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J=l 0. 5Hz) , 7. 71 (2H, d, J = 8. 3Hz), 7. 88 (1H, 
s) . 

Hfi^*fte (E S I -MS, m/z) : 3 7 8 (M + + 1) 
HMfl)312 : N-f 1 - (2, 6-^^PP^>^V) -3 -fc^'J ^;i/]-N- (1H- 
5-^>^VJ;i/) T3- > 
3-t KD^i/b°^U^> (200 mg) *5«kV$$3b U £A (327.8 mg) £ 
(10ml) 2 S 6-i^^D0^>^^07^F (42 
5.1mg) S^UTiSTL, SiSvB^t)^^-el8B#r B 1Wbfe©t>s ^ A Ifc 

dCD^UgfrAfc h U^^l/T^ > (0.50ml) ^l/^^^^^-f K 

(10ml) CjgiU T;i/3>#|Sl^Ts ISTHtM^ ■ hU^^-;i/T^> 
tgft: (550.3 mg) %M%.tzo MJi&?I^t/^^T18H#P B 1ii# bfef^ Ml^i? 
**^rU*A*»« (10ml) ^iPx, ^nn^l/Afimu, 111^ 

C0tt»Blft:Bi;5-7^'f>^;- ( IV (236.9 mg) \z.=$-$-t> A-f V7°D 
tf^MM KM*^ SSt3 0«bfeo ^^^-;i/t**»U 7jc* 

;i/A-p<^y-;i/] trfSl^ ^^b^rti (254.5 mg)£f#fco 

1 H — NMR (CDsOD, 4 0 0MHz) : 1 . 70 — 1. 82 (1H, m), 1. 8 
5-2. 00 (1H, m) , 2. 10-2. 18 (2H, m), 3. 35 (1H, 
dt, J = 2. 9, 12. 2Hz), 3. 44 (1H, t, J=l 1. 2Hz), 
3. 59 (1H, d, J=12. 2Hz) , 3. 68 (1H, d, J=10. 0 
Hz), 4. 00-4. 10 (1H, m), 4. 69 (2H, s), 7. 36 
(1H, dd, J=l. 2, 8. 8Hz), 7. 40 (1H, d, J = 6. 6H 
z), 7. 46 (1H, d, J = 2. 0Hz), 7. 59 (1H, d, J = 9. 
0Hz) , 8. 1 6 (1H, d, J = 0. 7Hz) . 



WO 01/56988 



273 



PCT/JPOl/00721 



li«(ESI-MS, m/z) :3 7 5 (M + +1) 

mmmm - (2, 5-^pp^>^) -3-t^u^;i/i-N- (ih- 

3-tFP^>hXiJi?> (200 mg) £<fctmi^U^A (327.8 mg) £ 
GDT-te h-h 'J;M§M (10ml) (z, 2, 5-i^^PP^>Wn7^F (52 
1.8mg) fc^M^TU MJiS^ti*^-el8H#rM#bfe©t,s -fe^ bit 

iC^FWAhh'JifJP?^ (0.50ml) £M 7 J<^ ^;y^;v*3f-iM H 

domi) £$g#u -r^ymmuTs mm.-e=m<bm,n - bv^^-^r^y 

m& (550.3 mg) ^iJP^fco MjSI^§i?S-ei811$P» Ufets 

tR^^ h U^AtR^ (1ml) %Mz.s ^nn^;i/A^Jiiimufeo #BIJf£fli 

£0#F H mB^5-T^^>#V-;i' (236.9 mg) fc^-i>A^V7°P 
#=HK K4*PAs ^Mt?3 0#M#bfeo ?m 

ffigSbfeo f#£ftfcaSE£:fr7A^n^h^7^- [S/U*^;k ^pp* 
;i/A-p<^y-;i/] Sct^Ms S^fbiirtJ (243.8 mg)£f#fc 0 

«fi^/ffi (ES I -MS, m/z) :3 7 5 (M + +1) 

HMfll314:lHl- (2, 4-^^PP^>^) -3 -tf^'j ^;i/]-N- (1H- 

5--f>#VU;i/) 7^> 

3-tFD^>^'J^> (200 mg) ^cfc^St^U^A (327.8 mg) £ 
07t h-h VJVmWL (10ml) fc s 2, 4-^^PP^>^l/^P7-f F (52 
1.8 mg) £M«iiTU £JSS^^i^l8^PWbfe0^, -fe^-f h 

ufflWAJlh'J^l'T^ (0.50ml) ffrZfUttVJ F 

domi) tmrnu T^ymmmr, £uz*=wtfMM- hj^;i^> 

m (550.3 mg) SjES^S^Mtf 18«« LtzUs ®M)m 
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7km±h vtAikmm ciomi) max., ^nn^At-Mbfco mmm% 

d©cf|iS{£B fc5-7^y-f >#V-;i/ (236.9 mg) ttt-t? A-f V/D 

K&JPits §if3 0^a#bfe o ^of^s **v-m:**pU 7jc* 

7^ rit3Bbfe©-£ift»U *£&ADbfegU S&:n^fcTftfflbfco ftggjz 

^A-^^y-^] ^TMMfts ^Sfc^ (192.0 mg)&t#fco 
1 H — NMR (DMSO, 4 0 0MHz) : 1. 7 0- 1. 8 0 ( 1 H, m) , 1. 8 
0-1. 90 (1H, m) , 2. 00-2. 20 (2H 3 m) , 3. 10-3. 
50 (3H, m) , 3. 61 ( 1 H, d, J = 1 0. 5Hz), 4. 00-4. 
10 (1H, m) , 4. 51 (2H, s) , 7. 35 (1H 3 dd 3 J = 2. 0 3 
8. 8Hz) 3 7. 41 (1H, dd 3 J = 2. 0, 8. 3Hz) 3 7. 51 
( 1 H , d 3 J = 2 . 0Hz), 7. 6 3 ( 1 H , dd, J = 4 . 9 3 9. OH 
z) , 7. 72 ( 1 H, d, J = 8. 3 Hz) , 8. 21 (1 H, s). 

(ESI-MS 3 m/z) : 3 7 5 (M + +l) 
HflE0!l315 : N-T 1 - (2, 6 -VyMX2^y^)V) -3 - W) ^;i/j-N- ( 1 

h-5-^>^Vj;p) 

3-hb'D^>^'J^> (200 mg) #&Tf$M*V$& (327.8 mg) S 
CDT-tz h-h U;bjS«[ (10ml) fc s 2 N 6-^7WD^>i?;^D7-(F 
(353.5 mg) ^IITITU S/iS^tl^S«18Btm# bfe©*»s 

eiCD^^Ah h U^5 L ;L'r5.> (0.50ml) ft^2k^^^->l/^;i/^^ h* 
(10ml) tjgiU ^;i/3>#iSmTs Sjatf=S8fl3St»- h'J^W^ 

(550.3 mg) »^feo Hjss^ti*^TW»#bfe^ &m$tm 

7km-3~ h W kykmm (10ml) £Ms ^D*;VA-?ttititfeo 

£©<W#B£ 5-T^--f (236.9 mg) W-<?MV7D 
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;i/A-^^y»;V] (237.5 mg)£#fco 

1 H — NMR (CDsOD, 4 0 0MHz) : 1. 4 5- 1. 5 2 (1H, m) , 1 . 8 
0-1. 90 ( 1 H, m) 3 1. 95-2. 05 ( 2 H, m) , 2. 80-3. 
00 (1H, m) , 3. 00-3. 05 (1H, m) , 3. 38-3. 40 (1 
H, m) , 3. 50-3. 55 (lH,m), 3. 70-3. 75 (1H, m), 
4. 40 (2H 3 s) , 6. 96 (1H, dd, J = 2. 0, 7. 3Hz), 6. 
97 (1H, s), 7. 07 (1H, t, J = 8. 1Hz), 7. 35 (1H, 
dd, J = l. 0, 9. 8Hz) , 7. 48-7. 5 5 (1 H, m) , 7. 89 
(1H, s) . 

(ESI-MS, m/z) : 3 4 2 (M + +l) 

mmmm-.m- ujthdJj¥2ilM — N-r 1 — (2-7°pe~;i,) -4-^ 

7n/M^D?-f h* (0.19 ml) N 4-h'^'J H>l7.KM/ (300 mg) 
£«fctm^#U £A (539.8 mg) §T-feb-bU^ (10 ml) fc»JJ?U 

T-i8B#pM#bfe 0 simm&mittvj Ymmhtz(D-p>mmLs ^m^ntc 0 
z®fpmitt 5 ; j y^J-jp (208.0 mg) c^-^a^v/p^ 

SM^tl (170.6 ig)^fffeo 
1 H-NMR (CDCh, 4 0 0MHz) : 1. 55 (2H 3 dq, J = 3 . 7 3 1 
0. 5Hz) , 2. 13 (2H ) d, J=l 2. 2Hz) , 2. 26 (1H, t 3 
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J = 2. 5Hz), 2. 41 (2H, d t , J = 2. 5, 10. 5Hz), 2. 
89 (2H, d, J=l 2. 2Hz) , 3.28-3. 35 (1H, m) , 3. 
34 (2H, d, J = 2. 4Hz) 6. 79 (1H, dd, J = 2. 0, 8. 5 
Hz), 6. 81 (1H, s), 7. 28 (1H, d, J = 8. 8Hz), 7. 
8 6 (1H, d, J = l. 0Hz) . 
nrnfrffim (SSI-MS, m/z) : 2 5 4 (M + +l) 

mmmzn-.n- (i-7^;i/-3-b o ^u^;i/) -n- ( ih-5-^>^vu;i/) z 

n-7"fil//DV>f H (0.23 ml) s 4-h'^U K>l*ffiW (300 mg) £ 
«fctm»*U»>A (539.8 mg) £T-tz b - h D ^ (10 ml) fc*#U SiTC 

iOtt»M#fc5-^5^-f (208. Omg) t^-^A>fV7DW 

mi- v u e;A*ipitsfifc-r3RfBBaff bfco -KjfonST^ r 
izxmsk&s mm^m (99.6 ig)«»fe 0 

'H-NMR (CDCls, 400 MHz) : 0. 85 (3H, t, J = 7. 3Hz) , 

1. 25 (2H, q, J = 7. 3Hz), 1. 43 (4H, t, J = 8. 1H 
z) , 2. 03 (2H, d, J = 9. 3 Hz) , 2. 08 (2H, d, J = l 1. 
2Hz) , 2. 29 (2H, t, J=7. 3Hz), 2. 85 (2H, d, J = 
8. 6Hz), 3. 15-3. 30 (1H, m), 6. 72 (1H, dd, J = 

2. 0, 8. 3Hz), 6. 74 (1H, s), 7. 20 (1H, d, J = 8. 
3Hz) , 7. 8 1 (1H, s) . 

li^KESIrMS, m/z) :2 7 2 (M + +1) 

HMffJ318:N- j5^TZ±ZlM z±z i 1 = 7°P bVl/-4 - U 22k) 2! 

F (0.2 ml) , 4-fc^'J P>lzfc«Ift (300 mg) 



WO 01/56988 



277 



PCT/JPOl/00721 



i J J;»^A (539.8 fflg) mh-h'JJl' (10 ml) ti»b, gM. 

nmrsmnhtzo mm^m-z^^ vmrnvtco-hmmv, *mfo%mtzo 

Z.(D*mi&£ V*J U> (208. Omg) W->7A-fV7DW 

£TM»s iWbiirti (101.3 ig)S#feo 
1 H — NMR (CDCla, 400 MHz) : 0. 85 (3H, t, J = 7. 3Hz) , 
1. 47 (2H 3 q, J = 7. 6Hz), 1. 57 (2H, dq, J = 4. 2, 
10. 7Hz), 1. 92 (1H, s) , 2. 05-2. 18 (4H, m) , 2. 
28 (2H, t, J = 7. 8Hz) , 2. 87 (2H, d, J = 1 2. 2Hz) , 
3. 38-3. 50 ( 1 H, m) , 4. 19 (1H, d, J = 5. 4Hz), 6. 
71 (1H, d, J = 7. 6Hz), 7. 22 (1H, d, J = 8. 1Hz), 
7. 37 (1H, t, J = 7. 8Hz), 7. 46 (1H, d, J = 6. 1H 
z) , 8. 39 (1H, d, J = 5. 9Hz), 9. 07 (1H, s). 
Si^lri (ESI-MS, m/z) : 2 6 9 (M + +l) 

mmmm : n- ( 1 -4 v^±JknA -v^v 2M -n- ( 5 -4 v±z *1M 7 

1-7'n^E 2-^Wn;l> (0.23 mg) N J* > 1 zMfc48l (30 

0 mg) (539.8 mg) £T-te h-hU;i/ (10 ml) fc$g 

Z.CD^mWtb-T^SJV*; U> (208. Omg) W-7MV7DW 
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**j-)V\ izxmm&s msm-sto (iso.3 mg)&*# fee 

1 H-NMR (CDCls, 4 0 0MHz) : 0. 84 (6H 3 d 3 J = 6. 6Hz) , 
1. 56 (2H 3 dq 3 J=3. 2, 10. 5Hz) , 1. 68-1. 77 (1 
H 3 m) , 2. 06 (4H, d 3 J = 7. 3Hz) , 2. 09 (2H, d, J = 
10. 7Hz) , 2. 7 9 (2H, d, J = l 1. 9Hz) , 3. 38-3. 4 
5(lH 3 m),6. 70(lH,d, J = 7. 6Hz), 7. 2 1 (1H, d, 
J = 8. 1Hz) , 7. 37 (1H, t, J = 7. 8Hz) , 7. 45 (1H, 
d, J = 5. 9Hz) 3 8. 38 (1H 3 d 3 J = 5. 9Hz) 3 9. 07 (1 
H 3 s) . 

WMfrffiB (E S I -MS, m/z) : 2 8 3 (M + +l) 

H»]320:N-n- (2-x^-;i/^>;l/) - 4 - gg U 22kJ zJL: ( 5 -> f V±2 

1 -^pt- 2 (0.3 ml) N 4 - b'^U K>1tK» (300 m 

g) :}3«fclfl&gbt7U£A (539.8 mg) ftr-fer-MJ;!/ (10 ml) CftiU 

sfi-ei8«praaiffbfeo Kj&m&to&'tv'f hWMLtz(Di?mmu 

fee 

5 -r $ y-f U > (208mg) fc^-i>A'fV7n^t|' 

bfe 0 H»lS^7A^PYf^77^ O'jftW, ^dp*M- 

fcTJfiMfilgU H»-£tJ (203.8 mg)£f#fco 
1 H-NMR (CDCla, 400 MHz) : 0. 86 (6H 3 t, J = 7. 3Hz), 

1. 2-1. 4 (5H,m) 3 1. 60 (2H 3 q, J=13. 2Hz), 2. 
10 (3H, t, J= 1 1. 7Hz), 2. 15 (3H, d, J = 7. 1Hz), 

2. 82 (2H 3 d 3 J = l 1. 7Hz) 3 3. 18-3. 22 ( 1 H, m) , 
4. 22 (1H, bs), 6. 70 (1H, d, J = 7. 6 Hz) 3 7. 21 
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(1H, d, J = 8. 3 Hz) , 7. 37 (1H, t , J = 7. 8 Hz) , 7. 
45 ( 1 H, d 3 J = 5. 9Hz), 8. 38 ( 1 H, d, J = 5. 9H z) , 
9. 0 7 (1H, s) . 

liMi(ESI-MS, m/z) : 311 (M + +l) 
^flBfl>J321 : H 1 - (->^P7PW^P) ~4-t^USW-N- 
*J »j;i/) 7$> 

i^WEtf-fr) i/puruAy (0.21 ml) , 4-t°^U K > 1 7_KfD#3 (300 
mg) :fe«fctfiKS**'J£A (539.8 mg) fcr-ter^rU^ (10ml) fc&fl? 

Z<D$ffitt5-75.S<{\/*SV> (208 mg) C^r^A'fvrD^ 

mmih&m (183.5 mg)^#fco 

1 H — NMK (GDCh, 400MHz) : 0. 01 (2H, q, J = 5. 1Hz) , 
0. 41 (1H, q, J = 2. 4Hz), 0. 41 (1H, dd, J=l. 2, 
8. 1Hz) 0. 72-0. 82 (1H, m) , 1. 59 (2H, dq, J = 3. 
7, 10. 2Hz), 2. 06 (2H, dd, J = 2. 4, 10. 9Hz), 2. 
16 (2H 3 d, J= 1 1. 5 Hz) , 2. 21 (2H, d, J = 6. 6Hz), 
2. 97 (2H, d, J=l 1. 9Hz), 3. 35-3. 41 (1H, m), 
4. 13 (1H, bs). 6. 60 (1H, d, J = 7. 3Hz), 7. 11 
(1H, s) , 7. 14 (1H, d, J = 8. 3Hz), 7. 29 (1H, t, 
J = 7. 8Hz) , 7. 39 (1H, d, J = 5. 9Hz), 8. 31 (1H, 
d, J = 5. 9Hz) 8. 9 9 (1H, s) . 
IiMi(ESI-MS 3 m/z) :28 1(M + +1) 
gaiM322 :N-ri - (3-7;i/^-P7°PbVl/) -4 - U 2Mz±: (5-^V 
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1 -r/P^e- 3 ~yMuy°V^y (86mg) . 4-h°^U K y 1 7\<M'^ (30 
Omg) &^%m.i3 ] )t>h (539. 8mg) (10ml) 

u0cf»5-7^^V^;'J> (225. 3mg) C^^A'f V7P#+ 

h^iibfeo^viiiLs 2k£&&nb;fe&s i^x^;v{3Tfi&tBbfec spk^^ 
-p<^y-;i/] ctili> £JBfli£* (210.9 m)%ntco 

1 H — NMR (CDCla, 4 0 0MHz) : 1. 56 (2H, dq, J = 4. 2, 9. 
8Hz), 1. 82 (1H, dq, J=l. 5, 7. 1Hz) , 1. 88 (1H, 
dq, J=l. 5, 7, 1Hz) , 2. 10 (2H, d, J = l 1. 2Hz) , 
2. 45 (2H, t, J = 7. 6Hz) , 2. 48-2. 55 ( 1 H, m) , 2. 
85 (2H, d, J =11. 7Hz), 3. 43 (1H, s) , 4. 22 (1H, 
s) , 4. 39 (1H, t, J = 6. 1Hz) , 4. 50 (1H, t, J = 5. 
9Hz), 6. 69 (1H, d, J = 7. 56Hz), 7. 21 (1H, d, J 
= 8. 1Hz) , 7. 36 (1H, t, J = 8. 1Hz) , 7. 46 (1H, d, 
J = 5. 9Hz), 8. 37 (1H, d, J = 6. 1Hz), 9. 1 (1H, 
s) . 

Sl^iKESI-MS, m/z) :2 8 7 (M + +1) 
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